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(57) Abstract 

A compound represented by general formula (I) and an intermediate for the synthesis thereof (wherein Ri 
represents halogen, lower alkyl. lower alkoxy, hydroxy, nitro, trifluoromethyl, lower alkylthio, acyl, carboxy, mercapto 
or ammo; R 2 represents hydrogen, lower alkyl, lower alkenyl, lower alkynyl, alkoxy, acyl, aryl or heterocycle: R 3 
represents lower aJkyi, cycloaJkyl, aryl or heterocycle; R4 represents hydrogen, lower alkyl. aryl, heterocycle, -OR 5 , 
-SRs or -NR6R7 (Rs tihrcugh R 7 each representing lower alkyl, etc.); X and Y represent each -CH 2 -, -NH- or -O-; and 
n represents 0 to 4). This compound exhibits a selective antagonism against gastrin receptors without exhibiting side 
effects caused by the CCK-A receptor antagonism, and hence is efficacious for the treatment and prevention of peptic 
ulcer, gastritis, reflux esophagitis and Zollinger-Ellison syndrome, and for the treatment of neoplasm originating in 
the gastrointestinal system. " 6 
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n-7 h/57^ -mcom^ti^mvmmLx3. 3-tr* (T^a* 

W^FU >-2-:*> (7) *»*£Hi#izi. 3. 3-HJ*(7 
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(7) m^mmN, N-^yf^*;l/A7$K, &Slr*lite* 

5 SU<tt**ft*hy* A**lM**y$A- t e r t-7h + ->F^ * 
K*in*.Tx Sa**^JiiDJIftTlci-l 5B#lffl»^*o RiS»7*x MEET 

io T3, 3 -fx (7;i/3*'>*^i;Mf-^) >f>KU >- 2 1-1 

;Mf\rt/) -OKU >-2-*>©l-tt»» (9) #ffl£s£%lic© 

&KC©3. 3-fc'x (tKo*->A^i^^) >TVKy >-2-*> 
01-B!Hft (9) £E£i;:J:«)7S RfcU i?7; K# (10) m*. 
1*3, 3-1:7. (kFn+i/*;^-^^) -OKy >-2-*>©l-l 
&tt (9) fl*.tf*M*N. N-i?>f;WA7$ K**iM*y 

K*Sl>lil-x^;u-3- (3-^^^;i/7^yyDtVl/) 5 K 

mmi&z 2-4 fe*/un*.* m^t&% b < itmmtm t lt i - 1 k o * x 
>x h y 7V-^*5iMi4-y>f-^7 s y try ^>£0-4f&^K 
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5 (10)*»S. 

*y*;l"<y-M* (13) tt5JBg»3^$n*«J:9CN-liil'ff-f-> 
(3) SrttiiSICfttLTA 1 do 1 5lfc«^fc7S RkT'fi t e r 
t-7^3-^ (12) ZfM&m^X&nJ V i/T + - Y bKl&i*1t&Z t\Z 

io wp^o*;*^-^ (i3) ommmmmKnmtz 

flS.tfUf'^ASM y^DW? KfcStMiU** A^+IMf'/l/S* 

(3) *in;U fi&-cftl05MK*ft* **K:ft^'CEJ6**lW*o 
•»£tt***ire»aiu *«*«>UTxx^>mi|iBi* (ii) 

20 Tfc«fci\, 

Kn75yi^»U B*»Ba»TfifiTs 7 $ yfc#L^*;WD7;MM/»J * 
25 ^ >ic*ru0. 5i5t;i/©xxf;i/*F^ (11) fciniU ffifi-cftl 0#!1# 
*U M4»**££#ftTtt»!l/C7S K*lffl# (12) 

&»c7* k*bb* (12) t (12) ic»bTasa©M-fy'>7^-h*^ 
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5lMn/Vx>, j?*U<(4ftfilf"h5t Ko77>i:MU (12) UStb 

5 *L<li-»tt^^f-^'r-9 w *lin^ Sfi**^liiD»T'C10-2 4l^Iffl!K^ 

Stt^j6feT««!L*y*^V- K* (13) ^:im4o 
*y«>l/7{* (19) I*. R&g&4:fc<fcy r RJfc&&5T'*£*iS?£©x ^ 

10 RiBgl84*©'>U-f K*lffl# (15) '©-«li&»ft£4rc*eK -f^f-> 
(1) £fcblgII*4<i:bT> 4#fF§E« (ft&¥4-6 7 1 0. ft&¥4-6 

7 11) ©s(K#ftfc«fc0£fifc**££#"c**o c02FftTH88bfc$i/*r k 
*lffl# (15) i:ft»ixf^4#lns^ xxx/uimkaJSrca-M^ifc (1 
7) iU $^>lw (17) ©ltt**ftWlw7/MSJWbbT (18) £bfc»* 
15 7 5 K-fb'TSClirK.kO^y^UTft (19) £&!£-fS 1 £ e 
ijM>Wt (17) 0TA>*Mlb&4)7Z MfcRJtWl&»T(T$ 

So 

R£g»5-C©$ W K*lffl{* (2 3) ©Mitt*. N-flMfc 4 (3) £ 
iiifcflSftebT* #1*12$ 0&&¥4-6 7 1(k #£¥4-6 7 11) OSfil 
20 £fcfc|CJ:*)£tfcb'tt>*^K 'ftff-^BHW* (1) *7 fr*A'** i sJ*ft1bZ 
^^tt75A/*/^***>A{* (2 0) > 

iCft»bT3^&Hft©7^/*/U^bRJS*^^ $ &C**jStPRtf;iwf4'bfc0^ 
-5l/7i:i< t(r^^ffi-CSS!fibT*>«k^o t/rN-M^>Tf-^> (3) I4RJ& 
g»8-C^**i*«k^ir>f >K-^ (32) £tfJflIIft£bTlft£7;MvWb 
25 ll-|^>H-;P (3 3) *»fc&> > K-/U2**0!I*.MU ifcffitt*»* 
MJfAftlLt (34) <tb$<£»JCllP*^»'r*CtliJ:0»^bT4 > ^T 
SfcftWK^SW^S^ WA«2ft7A/*^Sx 2. 2-5>7;i>3*S'Xf- 
WS* 2, 2-y7^*^/if-^S^*lttlC*A"r**^lwtt7;W*^*-> 
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-ob'-fr (3 3) *mit-?z>m&&frfttb^ 0 ctib©^t'iS3bfc^L/- 

K*lffl# (2 3) i:ft»x*f ;U£ttJna«ti:N x*^;i/jnjk£jsrea;i/#>K 
(18) tbfc^ 7i RfcbT*y*l/7# (19) LT U 

5 (23) IZTtbTi h~mm#&B.&ttto$itT (19) £ t t>T£ 

S 0 CC?ffll^yD*7th7; KK## (2 5) <»\3.bA,£\*&mt€;®X* 
*>0> IM^ot7t^i#i7S >**a»ttTTfi^-rsc tick OSS 

*»^©*;fl/7^ (19) *5J6gK4lc^L^sSrffaicSl!fi 
10 tZ\Z\U >mm& (1) *7Stt*«^ 0J*.tfx*y-;K **J 

U (1) l^l/T<f*;P**^ttai!l*;i/©k Ko4">/P7$ >tt 

15 (14) **gtt»jHU ^J^.lix^y-;K y^y-^ &*^(*Rftrt' a ttl£ 

20 d/M*>* ^nnt^ N, N-yyf^;W; h\ 7-trhxHJ;i/^ 
KiMU 7S >£^e;l/jM> J P>»J©&iS>r7 ->7*— H&*teTfr&MfiT 

K+H# (15) *ft*. 
Kiztfl/* K*IHM* (15) *7gtt*fiE^ WiLI«(fe»N. N-SV^;l/*/U 
25 A7S K> ««y>f-/U^;l/**S/K**^li9£iif-h5k Ko75>, flF£ L, 

5) K*fU^&;i/ft©itg, W*tf^M**lk«B^JR7^3*->Kff*l/<li 
h U ^AfcSixttrt »J tert - KOftfiiSM f-yl'X;!/ 
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(15) i«f*^©#«^o*fflFKxx^;i/*liDiT> M"CaiO»HI^<« 
5 6) £H£o 

i^jliXr;^ (16) £0J;itf. J - frlbZWt* * J -frlzZO-kb 

El5»7ffeRJ&**«ETa»U l/T»£!§tttf«8ilU fll*.l**np 

«Iiltf^»if-^TtttfJUT*/P#>tt (17) *ffi^««!lttc©** 

:o*m:>I! (1 7) £K£rci&*&&KStti'&ftlU 

15 **'>K*C»»l/Mia-C*/u**>» (1 7) \znL2fe*)\'Om^ m*.\i&. 
R**fcto*&R7/u:3*5/ K»* U < 1****1:* h U * AfcSiMi* y ^ A- 
t e r t-^h*-> KOlMISMf^*^*** KJStt***.* m&Tl 0-3 
03MK#U (1 7) <!:^*;u©£8/^>f K£in*.T. Sfi-Cttl 

20 ^/UTttHiU «»*»ET»«UTl-7/P*>K*: (18) *ffi£ 

frizz® 1-7 JV*J\,W (18) 0J;Ltf&$N, N-$>y*/U 

'vfrWl/rt/MCSM 5 K*SWil-.if-*-3- (3 S J 7o £ 

25 -1ja,#*J4 i Ktt»ttt*l-7^*/K* (18) Kttbl-4ft*;l/;&D;U 

y tfy ^>£l-7/U*;W* (1 8) lc**l,0-4fe*;K 
i:§!7 S 1 - 4 te^/i/MfiTKitota*.* S^1»*SfflT 1-24 B#Rgn 
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#1" So 

£>St,M21 -7;i/*;W* (18) ttfe&mU. #Jx.tf*uD*;i/A£>s^{i 
•;^o^^>MU 0°Cfrt>&&Tl'-TJi*Ji<& (18) <t:^e;l/£>5 

*x;i,£ 0^£M&-C2jD;i 3 0#^£ 2B$F H ! !fi£#gU $t>i:i -7;i/*;W£ 
(18) <h^;l/&Sl^*^ig$j0igg. ^J^^4-v , ^^;U7^ yb°U^>. 

So »««J*aatt^TftTf»»!UT*>">l/T<*: (19) 

(1 7) fr$> (18) £U7f* (19) * 

«a-T SCifeTlS, (17) *RJB»r»«»*3&«Stti>*HE> 

a-e*/i/#>K (l 7) ic»i/2tt*A/©ttatx «iaw^jpi**^«5^kt^ 

©ft«s^f-;ux;MMrS' K8**flDJU IStl 0-3 0#«#U 
20 $(17) tm^JMD&U'^J K*JDiLTx iaTttl0»ISIJI»t5 o *s 

Zi])V#l/WL (17) irS*Ll-3»*^lB^ «l>T»tb<ttfiHtftJWi:l/ 
Tl-bKo*^VXh«J77-^*5Hi4-^ ^7 ;;f'J 5? y£ 1 
25 -7;M=-/Wfc (18) icftbO-Ste^W $^ic§a7 5 >*1-3<&*^M 

a-crawii*.* »£<&MflT6-2 4i$ffla£#-r*o c©5J6*fc**Jn*.a 

^ttftjWx-ffiliLtfyxf-A/x-'rA/TlfilbU^ te*»«ET*»U a*§##& 
T*Sffi!bT^y ^P7^ (19) *»*o 
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■fZlzte^ *VRl&&& 8 iz*[siz1j&&Z>Mt 4 (1) ®7;l/+ 

MfcRJBi:«k0^fiRl/'fcN-lSi>r^f-> (3) fctiJfSIBJBt LTKfcglM* 
©tfU-f K*M# (15) ©iHatfttBlttO^aTlflLOT^^WkSnfe^U 
5 K*lffl# (2 3) *5l^»JB(TO«k9K (2 3) fcSSl&LTk 

^v^ymmfc (i) mz.ttx.tj-fr. j- 

;Utt£lcfcJ»&*^ti!B»U dtifc (1) Cft LT^€-;Ufc5^(i»j€-;u© 
0-7 JV^-Jlt Va^i/jUTi >*SW*0-75yMM/t Ko*'>;P7$ 

10 flJitHM*:*- h U ^A^t©*»«[*ilDiLx Ifltl - 1 O^plSa^-rSo 

mmfr&z^\tT : 7)\<*c)\'**>/mmfr (20) **i<5o &k (20) 

**;Ufr*-MM!l©ttS* h U $ il^A-tert 

5^^l4^aT7yl/4•^+i/A^#^**s^^(47 5y^^;^?^4 i i/Af|^ (2 0) 
*fcl*.* rafi-C3 0a-lB$l«ilt8sSU S€.KC<ii:<f*^tt^U^a«!l*X/ 
0^5^ K*iQ*.T* M*StM*iDflT£l-l 5B#Fi38l#-f £0 

20 ET«*"r«5o C©fi^ja«B*aStt^aT»jHLTN-lBSH* (21) iU 
cn*aj»lH»i:LT**»JBS«;i:^y^7^— b©tt;&D5JS£5lGigB&4© 
*i/-f K+IHM* (15) mm.&tmU®*&X''ni z. t\z&*) IGlot )V*Ml 
L/>f Kcfiffltt (2 3) 
wOU-f K*ia# (23) *tt56IS*4i:l/T5Jfi:gB5K*LfcftMxxT- 
25 ;u©f*toRl6ixXx;Wn*^»SJS*KJ6g»4©*yl/jK>il (17) 

ira*Cff^ r *a©r|3BB«: (18) *«k #TRfclM4£KtKfc*>>$l/7 

#(i9) *«a*-s 0 

£l/>f K*B# (23) ^&aT©«k9tcia»T*y^i/7# (18) 
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D77^ tt&ft ^ ^ •> K#Cg# U*ftTfr b^STt7 

l"f K*Hfc (2 3) CWHSst/HOttSs fl*l*&JPl7K*ft&*&JB7;i/3 
5 ^^Kfftb<(i7K^k^bU^A*S^(i^'J^A- t e r t K© 

^u^f K4>IS)# (2 3) £^*/l/fr*<M§i!l©:/p*7-!r V7 i K5S$ft (2 5) 

10 tt^ttT»l!l/'r*y'>U7l* (19) £»So 

N-M&>f-!^> (3) *SiBJij»8lc*L^ft-cffiiC«!a'r-5i:tt. * 
•fx -f >K-;u (3 2) «il»*te*N, N- 

f-^;i/**->K*lc«JWLaa^>F-^ (3 2) C^b^^^^biiPJ 
15 M©£g N flJ^tfTK&tt^hU^Afc^lirt'J^A- t e r t K© 
«ft^yf-^x;i/**5/K*tt*to^ MT10»-1B#IH«#U > K- 
^ (3 2) i^yi'fcSiMiafJ'&yi/O&S'^-f K^Jdx.T> MSfc^teSD 

20 ;u (3 3) *»^Jifc«l«c©**ftRrt3:cttfflbTt»J:^U aStt^T 

ttT*MKl/C*J:^. ftKl-HiSK^K-^ (3 3) tmi&Ofu Y^mt 
LTfllittf 9 UtfA&SWi h U «> A*aatt*«E. 

7K*tt**DiLlq|fiT5-3 0»lffl!K«s-rSo R£»7«5i6«£*^ fccfctfigg 
25 TftfrU l/r5>*u;l/# (3 4) *»« 0 C©££& 

RfcKffiffll/Tfc«k^U «i!§tt3mTttS8UTt>J:l\, c©5>*p/M* (3 4) 

»i lS©i£g> fll* tf h U * A*jg«£i6T b 1 0 €» 1 EKS*** 
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s 0 z<Dm&m~?cizimz-tzi&m\zKL®mA®M. tzt^mmm^^T^>r> 
< torn*., m&v&mfimm-Zo Kmmzmm^j^^m^ t&mxm& 
btz'&, Gmmz&m. mfaLxN-mm-f-v-i-y (3) Z'&z 0 #*a£j»i* 
fcfomm 5 ®$r$# ttxzott ftKi&iz&m ut *> ^ ^ u ii^^&Tfit 

5 iHLT&ck^o 

& o iz^>^Ttefcmm& 4ttzit5iz7jk$ tiz>jj'&x*mi& lx *> «t c * u s 

(2 8) {iflb0T■b^-;^*^^»7•fe^-;^^S^&{wckOS^JiL/Tt>J:^^b^ in 

io 7k#$LT7;Urt K# (2 7) £ UfcgU 7-tr *-;Wfc UT *>«fcl\, 

M^gC7i yg^trt>0 (2 9) Ii7/l/-rh Ktt (2 7) £i§7cfiU7Syfl: 
Sfcicfl-f c <fc \z «k 0 $S!it bT t> J: t, \ 

*»W©^^lfl[«il*i:7-fe^-^*$tr*y»>l/7(*: (28) 
a-T * C li^ K£g& 4 £ ft 5 £ ft £ ^ffiTfi it $ ftfcfifc© 7 -tr * - 

15 (2 6) ztm-r^T fr^-MzfeM^ imt bxm^tzwt. m*.\i'<? y 
*«»«fcttttjs ««ttttETtiiii-« e a«tt««^«^rfl:Tf»«i/T (2 8) 

*»*o **l^i.(2 6) **gtttt*8U 0>Jx.l*7-tr 7^a-;w tK. 

^t^^ srau *>7T-xji<*>mwzm%mijax.x^ mm&zwtmmT 

«^ttff«*jK-catiJ^ &&&METg*SLT7;i/-rt Kfc (2 7) £** 0 * 
tt - © * * ifcRlSfcfiMi LT t> J: ^ U S3 UTt>«kt\> 
25 ^C7;l/fh K# (2 7) £7;l>-r k K# (2 7) CttUi*!l0*i!i£7/lo- 
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«5*u teitafiii^So se«!i*a^^ffir«a!!UT7-b^-;K* (2 8). 
5 -a-sKttT^t k# (2 7) i-tni<?*;i/*siMia*j©#a7 5>**^ 

Wt, h»7Mvmi s mii3:£%m^XK&Xl**mzbt:&s (27) tm 

*A,tb * ^tta*j©**<k3WffiiiL ->7 y *jmt« 9 i* u * a^^^m^t' 

4-4 8«#IS8#*-So E£fc**8U **JPiLaS<j:W«««Tfflajft«iSI^ 
10 Wtotto M**ISmT««lT7$;ft(*: (2 9) *ff*li:*<r* 

*»W©^^ltt«»»i=f-*7-lr^-/l/*^tf*y»>l/7(* (3 0) £JF 

a k jaw * ic i* * 4*^tt5ii^**i* 2r&-c jj a sn^T**-^ 

# (2 6) Mx.(^^:^i7 i ^^hK^7^>*SC^{i7^?h-^ 

ftfiT, (2 6) (r*fb2^^;l/*S^liatJM©^@^^7 p ^><i:7-t?^- 
;W£K3*LT2^»©a!!§#L ew i s|> Witf=^^ftli^i>if^x- 

*y"*l^7# (19) ©£JMft#ttR£gI&7K*3*iSJ:3»^ 5-feStt© 

* W K*IHM* (2 3) (3 
1) tU $^^^^"T5^<i:Ji e }:t)^~©v?7^7 i l/^^-{4:<!:b^:^x fln 

7$ Kftl/Tji»«::i:*<T**o *fc x (3 1) Of-5?7Xfl/ 
25 ^-li, 5«fe$*©$l/-f K*Mtt (2 3) KMKttCft^&ttttMfcxx 
^/P*fWn$tfrt:(K *SWi5*S#©*;M?:/lfc«tJ|ffl# (18) *i*?7U 

^b-rsct^K-iom&n* (3D ©i^rxfutT-i^^ a^«* 
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&mK9i3k'rziz[t*-rm*3-mfn : *i"( k*hh* (2 3) 

8#bx fifi-c (2 3) £$*^©yf-$Agfc*k 0]*.tf7/Mr;uyf-tfA % 

birfi^T- (2 3) ^^©ft^S&te^p^PirxXT^K lf*L<tt7o 
*B*S? (L— *-fctiD— ) />7A'%mX.^ -10° Cfr&Sfi-e4-2 4B#IH 

io **S^te*ft£©fi£&fr&lfr&5lHllff§SbT (3 1) ©#— 

>;77Tl/t7-4l«. (3 1) ©»an*iSiS«#* 0^^5 7 4 
jS?HSf»«*l«X^^ h;U«Tl*#f-r*C£*<-C**o (3 1) ©*-5> 

7X^l/*^-*aj»ia*4i:bTln7K»»*S«g»40*4/jK>K (17) IS! 
»ifei:|Sl*Cff^. (18) ©3fe*ffitefc*». BTFEfcglMiEI 

15 «c*yi>u7# (19) o*^gtt(**«a-r*o 

[#%0J13 3. 3-v>^ h*W>FU >-2-#> 
-f*f->(14. 7g) fci^y^h'jyf^dO. 6g) 
20 ;i/ (5 0 OmL) li»«?U F^x^W>8 (lOOmg) S 
^«B*7^HItD»a«EU^fft*»bfeo £©aS4&lw?nn*;i/A*Jn7U fiS^O 

0/1 vmm T«SlbT14. 7g©Slfi<k^«I*tt!K'fti:bT^fc (JR#7 
25 6%) o 

Rf = 0. 38 (^pd*W>^;-;1/=20/1) 
IR (CC 1 4 ) 173 5, 1629, 1475cm- 1 
NMR (CDC 1 3 ) 
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<5 8. 16 (br, 1H), 7. 42-7. 2 6 (m. 2H), 7. 0 
7 (ddd, J = l. 0, 7. 3, 7. 8Hz, 1H). 6. 88 
(d. J = 7. 8Hz, 1H) . 3. 58 (s. 6H) 
MS (m/e) 19 3 (M + ) . 165, 162, 120, 92 
5 [#%0J2] 3, 3-^F^W> K'J >-2-*> 

(14. 7g) #*tf;fr;U74 s »HJxf--rt' (1 0. 6g) 
(500mL) i;:»fl?U *>7r-x;l/*>K (1 OOmg) £Sn*.s 
«B*12l*IfflllDflhaflEbyi:»»«[Lfeo w©M4»JC^Dn*;l/A*jD^ teft 

10 4fi£ft|*i/y*y;l/*7A^DT (^nn*M/ft»if/l/=l 
0/1 TJM) bT 2 0. 4g®aMMb&tt£ttftft&UTft*: OR* 9 

2%) o 

Rf = 0. 50 (^nD*;i/A/^;-;l/=20/l) 
NMR (CDC 1 8 ) 

15 6 8. 4 0 (br, 1H) . 7. 4 6-6. 8 1 (m. 4H) , 4. 0 

9-3. 53 (m, 4H), 1. 26 (t. J = 7Hz, 6H) 

gfitmafEMT\ N, N-^f-;l/*;UATS K (lOOmL) ttalcMbfcTk* 
it* h U^A (6 0%x 16. 0 g) i:0" CC(V3-> (4 4 g) ON. N- 
20 y/f;l/W7; F (2 00mL) »Ki*«Tlfc, jS^«*HiT3 0^ 
<ttAUfc»> ^^Wo$ F (6 1. 5g) ©N, N-PyfTl/iM/ATS 
F (lOOmL) *tt*DPilB#IIB^<l^bfeo RJ6tt**ttU a*1&fc* 

25 3 g ®ttflfc&tt£$&tH*ti b <t bxmtz mm 6 7 %) 0 

R f = 0. 2 2 (n-^*>/ftixfA/=5/l) 
NMR (CDC 1 3 ) 

5 7. 5 9-7. 2 8 (m, 7H) , 7. 11-7. 04 (m, 1H) 
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, 6. 75 (d, J = 7. 8Hz, 1 H) . 5. 93 (s. 2H) 

5 Rf = 0.33 (n-^>/ft»if^=5/l) 
NMR (CDC 1 3 ) 

6 7. 41 (d. J = 6. 8Hz, 1H) . 7. 28-7. 19 (m. 
6H), 7. 04 (t. J = 7. 8Hz, 1H), 6. 70 (d, J 
= 7. 8Hz, 1H), 4. 86 (s, 2H) . 3. 60(s, 6H) 
io MS (m/e) 28 3 (M + ) . 25 2, 210. 19 2. 132. 91 
[#%0J51 3, 3-v^ h*->-5--l*o-f ;/K'J >-2-*> 

Rf = 0. 32 (^nD*/l/V^^;-^=20/l) 
15 NMR (CDC 1 s ) 

5 8. 32 (s. 1H) . 7. 3 6-7. 26 (m. 2H) . 7. 0 1 
(d, J=9. 2Hz. 1H). 3. 62 (s, 6H) 
MS (m/e) 23 8 (M + ) . 210. 18 0. 165 
[#%0»J6] 3. 3-^h*i/-l-7xiM>K»J>-2-*> 
20 UTN-7 *^;Wf i^>£ffl^T#%0J 1 iElttlo^rflc-caiWb^ 

Rf = 0. 38 (n-M^>/BM»xf-/i/=5/l) 
NMR (CDC 1 3 ) 

5 7. 60-6. 7 2 (m. 9H) . 3. 64 (s, 6H) 
25 MS (m/e) 269 (M + ) 2 4 1. 2 08. 1 95. 1 80. 1 6 6 
[#%0J7] l-7U^-3. b*W>K'; >-2-*> 

g*H»Tx N, N-yyf/V*;l/A7; K (4 0mL) Ufc*3Hb* 
hU^A (60%, 1. 2g) K0° CT3. 3-*> b*F-i"(> KU 2 — 
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*y (3. 8 6g) ©N, N-5?yf;i/*;i/A7; K (30mL) ig«£ttTL 
/Co C©S£&*IMT3 0#«#Lfc8U K (2. 60mL) * 

«l) T«HS!U4. 19g©«Efl:£«j£*§fc OK* 9 0%) o 
Rf = 0. 85 (*no*;PA/^y-;u=20/l) 
NMR (CDC I.). 

5 7. 52-6. 71 (m, 4H) , 6. 2 0-5. 5 5 (m, 1 H) 
io , 5. 4 1-5. 0 0 (m, 2H) , 4. 3 0 (d, J=5Hz, 2 

H) , 3. 57 (s, 6H) 
[#%0J83 3. 3-SM h**>-l- (2. 
>-2-^> 

S*»«T* N, N-^^;i/*;l/AT£ K (lOOmL) 4>i::»fflL:fc**fc 
15 *h»J*A (60%^ 8. 56g) CO' CT3, 3-$» h*->-f >KU>- 
2-*>(34. 3g)©N, N-^>W>;l/A7U'(4 00raL) 
STlto S£4»*lRlfiT3 05Ml£#bfcgU , /Dt7«bF7/l'ftWf/P 
T-fe*-;l/ (3 6. 2g) $M$bi:8 0° Ctl H»»Ufco Si6«*«Ht 

2 5.1 g©«MMfc£«i*»fc OR* 5 OK) o 

Rf = 0. 4 3 (n-A.^v/ftHxf-^2/1) 

NMR (CDC 1 a ) 

5 7. 51-6. 90 (m. 4H) , 4. 59 (t. J=5. 5Hz, 
25 1H) . 3. 77 (d. J = 5. 5Hz, 2H) . 3. 55 (s. 6 

H) . 3. 40 (s. 6H) 
[#%0>J9] 1- (2. 2-2>xh*->xf-;i/) -3. 3-5M h*W>K'J 
>-2-*> 
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Rf = 0. 71 (^DcW/^^ywl/=2 0/l) 
NMR (CDC 1 8 ) 

5 6 7. 4 8-6. 7 0 (m, 4H) . 4. 66 (t. J = 5Hz. 1H 

) . 3. 78-3. 28 (m, 6H) , 3. 52 (s, 6H) . 1. 
12 (t, J = 7Hz, 6H) 
MS (m/e) 309 (M + ) . 23 2. 17 8. 13 2. 103 
HM&flllO] 3. 3-i?ih*->-l - (2, 2-^x^i/x^)^>F 

io y>-2-*> 

^o€7t hT/l/fh K^i^^T-fe^-;l/^ffl^#%^J8<i:Il^lO^ST^jS 
NMR (CDC 1 8 ) 

15 6 7. 3 9-7. 2 6 (m, 2H) . 7. 09-7. 01 (m. 2H) 

. 4. 71 (t. J = 5. 4Hz, 1H). 3. 95-3. 6 7 (m 
. 8H), 3. 57-3. 43 (m, 2H) . 1. 22 (t, J = 7 
. 4Hz. 6H) . 1. 12 (t, J = 7. 4Hz, 6H) 
[#%0flll]3. 3-5>-n-"7o#**>-l- (2. 2- ^-n-yntf* 

20 i/x^;i/) -r^K'; y-2~*y 

3. 3-^^ h*->-l- (2. 2-^^ h^^x^) ^>KU>-2-^> 
(7. 1 8 g) ©n-7o/V-;i/ (2 0 OmL) femz* >y y->ui/*>S? 
(0. lg) *lni^ fi^«5*4Hfflftir»a«ELfco R«Jfc*a«U5**n;M 

^93%) o 
NMR (CDC 1 8 ) 
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6 7. 45-6. 85 (m. 4H), 4. 6 7 (t. J = 5Hz. 1H 
), 3. 85-3. 18 (m, 10 H) . 1. 82-1. 16 (m, 
8H) , 1. 10-0. 6 7 (m. 1 2H) 
MS (m/e) 3 9 3 (M + ) , 3 3 4. 2 3 2, 1 6 2, 1 3 1. 8 9 

5 immmii i-^>^^-3. 3-t*x cn* - (4-^wx-;i/) w 

*R*£ft7/l/S-*A (0. 8 0 g) OSif^t KD75>(20mL)» 
g^&ffl^TO 0 CCl-^^^^-3. 3->^ h*W>K»;>-2 
(0. 57g) OKifh7bFo77> (lOmL) »tti^5hU^ 
io * 1/7(0. 60g) *HftiD;U fi^«B*2NFHJnJ»««El/feo £lS&Kft$ 

Kif;v=4/ltg«t) TfMBU 0. 24g<Dl-<^^^-3. 3-k'* 
(N* - (4->Wx-;i/) :/ KU >-2-*>*efet&*£ 

is UT^fc OK* 2 3%) o 

Rf = 0. 49 (^nn**A/^^;-/l/=20/l) 
NMR (DMSO-d 6 ) 

6 8. 71 (s. 2H). 7. 82 (d, J = 7. 8Hz. 1H). 7 
. 4 4-7. 13 (m. 17H) . 6. 7 6 (d. J = 7. 8Hz, 
20 1H) . 4. 9 6 (s. 2H) . 2. 2 1 (s. 6H) 

FABMS 520 (M+H) \ 37 0, 26 3, 237. 147. 107 
mmm21 3, 3-t*x (N' - (4-^f;l'7x-;l/) «>KF) -5-- 

^WJlT'ffll^l- / <>^>'l/-3. 3-i» > KU ^-2-#>0ft 

25 t>(9fc3, 3-^y h*->-5--hn>f >KU>-2-3*->*lU56S^iUT 

NMR (DMSO-de) 

11. 32 (br. 1H). 8. 69 (s. 2H). 8. 64 (d. 
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J=2. 4Hz. 1H) , 8. 18 (dd, J = 2. 4, 8. 8Hz 
. 1H) . 7. 38 (s. 2H) . 7. 2 9-6. 9 9 (m, 9H) 
, 2. 21 (s. 6H) 
HWJ3-7 

5 HJf6^JlTfflC>^l-<>^;u-3, 3-S*> h*W>KU >-2-*>®ft 

t>o\zitiLCDm&ztitz3, 3-^ bi-i/'OFv >-2-*>zBimmnt 
immm3i i-tu^-3, 3-tr* cn* - (4->Wx-;w su^r 

10 NMR (DMSO-de) 

6 8. 7 0 (s, 2H), 7. 8 3 (d, J=6. 8Hz, 1H). 7 
. 2 7-6. 8 9 (m. 13H) , 5. 90-5. 81 (m, 1 H) 
. 5. 3 8 (d, J = 16. 1Hz. 1H) . 5. 2 0 (d, J = 8 
. 8Hz, 1H). 4. 37 (br. 2H) . 2. 21 (s, 6H) 
15 [HJ60J4] 3. 3-t*X (NT - ^ K) - 1 -7 x 

-;l/>T > KU >-2-*> 
Rf = 0. 37 (CHCl 3 /AcOEt = 5/l) 
NMR (DMSO-d 8 ) 

<5 8. 74 (s, 2H) . 7. 91 (d. J = 6. 3Hz, 1H), 7 
20 . 6 5-7. 0 1 (m. 17H) , 6. 6 8 (d. J = 7. 8 Hz, 

1H) , 2. 2 1 (s, 6H) 

mnmsi 1- (2, 2-^y h**>x^;u) -3, 3-tx cn* - u- 

NMR (DMSO-d 6 ) 
25 6 8. 7 2 (s. 2H) . 7. 8 4 (d, J = 7. 3 Hz, 1H) , 7 

. 26-6. 98 (m, 13 H), 4. 63 (t, J = 4. 9Hz, 
1H), 3. 81 (d. J = 4. 9Hz, 2H) . 3. 36 (s, 6 
H) , 2. 20 (s, 6H) 
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mmmei 3, 3 -fx cw - u-yf-^x-yio «7u>tk) -1- (2 

, 2-^-n-:/u*^>x^;l/) >f>KU>-2-*> 
Rf = 0. 29 (CHCl 3 /MeOH = 20/l) 
NMR (CDC 1 3 ) 

5 6 7. 8 2 (br. 2H) , 7. 6 3 (d, J = 7. 3Hz, 1H) , 

7. 26 (t, J = 4. 4Hz, 1H). 7. 11 (d, J = 8. 3 
Hz. 4H), 7. 03-6. 91 (m, 2H) . 6. 8 9 (d, J 
= 8. 3Hz, 4H), 6. 68 (b r. 2H) , 4. 76 (t. J 
= 5. 4Hz, 1H), 3. 85 (d, J = 5. 4Hz, 2H) , 3 
io . 69-3. 42 (m, 4H) . 2. 20 (s, 6H) , 1. 52 

(q. J=7. 3Hz, 4H), 0. 82 (t. J = 7. 3Hz. 6 
H) 

immmii (rs) - i- (2-ih+->-2-^ -3, 3- 

b'x (N' - (4-^;P7xi;l/) tfl/-fK) -f > KU >-2-*> 
15 NMR (CDC 1 3 ) 

6 7. 79 (br, 2H) . 7. 76 (d, J=8. 2Hz, 1H), 
7. 26-6. 82 (m, 13H), 4. 77 (t, J=5. 6Hz 
, 1H), 3. 87-3. 53 (m, 4H). 3. 41 (s. 3H) 
. 2. 16 (s, 6H) , 1. 13 (t, J = 7. 1Hz, 3H) 

20 mmmsi 3. 3-trx w - (4-^Wz-;p)Vi/^ k> >t>ku 

aSTteg-ftT^^A (12. Og) O^if h5h Ko75> (150mL) 

a^iBaTO' CT^f-^>-3N 3-sMf\rt/y-b*-/i/ (5. 7 

9 g) o&j&t 1 l»7tKo77> (15 OmL) HJ ;i"7U7 (9. 

25 o g) zmmmzm^ m&®%4 o#ijQm&mLtz 0 ^mz^sm^^iB 
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Rf = 0. 3 8 (^nntwl'A/|FSxf/l/=l/2) 
NMR (DMSO-de) 

6 10. 5 7 (s. 1H). 8. 68 (s, 2H), 7. 7 7 (d, J 
= 7. 8Hz, 1H), 7. 21-7. 14 (m, 7H) , 7. 02 
5 -6. 7 9 (m. 6H) . 2. 21 (s, 6H) 

FABMS 4 30 (M + H) + , 2 8 0, 1 4 7 
I R (KB r) 

3 3 50. 1 7 3 0. 1 6 7 5. 1 6 52. 1 6 0 7. 1 54 8. 1 
5 1 5. 1 3 1 4, 1 242 cm- 1 
io mmM91 3. 3-b*x (N* -7x-;WKK) * v KU >-2-*> 

Rf = 0. 3 1 (^Dn^Wftixf/i/=l/2) 
NMR (DMSO-de) 
15 5 10. 6 1 (s, 1H) , 8. 8 0 (s, 2H) . 7. 7 8 (d, J 

= 7. 8Hz, 1H). 7. 33-7. 16 (m. 11H), 6. 9 
4-6. 7 9 (m, 4H) 
inmmiOl 1- (2. 2-5>ih**>if-/lO -3. 3-t*X (N* - (4 
-^f/P7x-/l/) tfl^fK) -f>KU>-2-*> 
20 *&7k£ftT/l'5-tf A (4. OOg) 0^ifh7hKo77> (30mL)g 
M^m^T0° CTN- (2, 2-^K'>xf^) >f1^>-3. 3 
-^x*;l/7-fe*-;l/ (3. 3 7g) ©SS&xh^fc Ko75> (3 0mL) 8 
mt'*7\>VJWU7 (3. Ol g) fc«ttWCiD;U S&ft£2Bm!lDfl!iStt 

(*no*;t/A/p<*y-;u=5 0/lT*£&fi) TfiiU $t»i:i-f;W^ 
mm&tZZtCX*), 0. 74 4 g©«H^te*fife»*tLT»fc (JR* 

14%)o 
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Rf = 0. 44 (^DDt>W^;-^=20/l) 

NMR (CDC 1 3 ) 

8 7. 79 (br, 2H), 7. 76 (d, J =8. 2 Hz. 1H), 
7. 2 6-6. 8 2 (m, 13H) . 4. 7 7 (t, J =4. 9Hz 
, 1H) . 3. 8 2-3. 5 7 (m, 6H) , 2. 16 (s, 6H) 
,1.13 (t. J = 7. 1Hz, 6H) 

mmmi 1-2 1 

[H»Jll]l-(2, 2-^h+->xf;i/)-3, 3 — fcfx (N' -(4 

^^i-;!') tfl/'f K) OF'J >-2-tf> 
Rf = 0. 33 (CHC l 3 /MeOH=20 : 1) 
NMR (CDC 1 s ) 

5 7. 7 3 (b r. 2H) , 7. 7 0 (d. J = 7. 3 Hz, 1 H) . 
7. 28 (t, J = 7. 8Hz. 1H), 7. 12 (d, J=9. 2 
Hz, 4H). 7. 08-6. 96 (m, 2H) , 6. 67 (br. 
2H), 6. 64 (d, J =9. 2Hz, 4H), 4. 7 7 (t, J 
= 4. 8Hz, 1H) , 3. 86 (d. J=4. 8Hz, 2H) , 3 
. 8 1-3. 4 9 (m, 4H) . 3. 6 8 (s, 6H) , 1. 12 

(t, J = 7. 3Hz, 6H) 
[HWJ12] 1- (2, 2-^h + ->xf;i.) -3, 3-tfX (NT - (4 

^^*^-;l/7x-;l/) *W K) <<>h'V >-2-*> 
Rf = 0. 15 (CHC l 8 /MeOH=20/l) 
NMR (CDC 1 3 ) 

6 8. 17 (s, 2H), 7. 83 (d, J = 7. 8Hz. 1H), 7 
. 63 (d, J = 8. 3Hz, 4H) . 7. 33-7. 1 7 (m, 7 
H) , 7. 10-6. 9 7 (m. 2H) , 4. 8 4 (t, J = 4. 9 
Hz, 1H) , 3. 81 (s, 6H) , 3. 8 5-3. 6 0 (m. 6 
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H) , 1. 16 (t. J =6. 8Hz, 6H) 
[HWJ1313, 3-f* (N' - (4->7;7x-;P) ^HK) -1- 
(2, 2-i?ih*->x^) >-2-*> 
Rf=0. 16 (CHCl 3 /MeOH = 20/l) 
5 NMR (DMSO-de) 

6 9. 3 0 (s, 2H), 7. 84 (d. J = 7. 4Hz, 1H), 7 
. 6 7-7. 4 6 (m. 10H) , 7. 2 9 (t, J =7. 4 Hz, 
1H) , 7. 12 (d. J = 7. 8 Hz, 1 H) , 7. 0 1 (t. J 
= 7. 8Hz, 1H), 4. 73 Ct. J = 5. 4Hz, 1H), 3 
10 . 80 (d, J = 5. 4Hz, 2H), 3. 73-3. 4 9 (m, 4 

H) . 1. 08 (t. J = 7. 4Hz. 6H) 
[HAE0J14] 1- (2. 2-^i|«*^if;l/) -3. 3-t** (NT - (4 
-7;Wo7x-;i/) £U>f K) 4>\!y>-2-*> 
Rf = 0. 22 (CHCl 3 /MeOH = 20/'l) 
15 NMR (CDC 1 8 ) 

6 7. 88 (s. 2H), 7. 79 (d. J = 6. 8Hz. 1 H) , 7 
. 31 (t, J = 6. 8Hz, 1H), 7. 17-6. 97 (m, 8 
H) , 6. 75 (t, J = 8. 8Hz, 4H) . 4. 79 (t, J = 
5. 3Hz, 1H), 3. 85 (d. J=5. 3Hz. 2H), 3. 
20 7 9-3. 5 6 (m, 4H) , 1. 13(t, J = 7.8Hz. 6H) 

[^Jfe0J15] 1- (2, 2-^xh + ^xf;P) -3. 3-t*X (N' - (3 

Rf = 0. 27 (CHCl 3 /MeOH = 20/l) 
NMR (CDC 1 8 ) 

25 $ 8. 01 (s, 2H) . 7. 82 (d. J = 7. 3Hz. 1H) , 7 

. 35-6. 90 (m, 10H). 6. 82 (d, J = 7. 3Hz. 
•1H), 6. 57(t, J = 7. 3Hz. 2H), 4. 82(t. J 
= 4. 8Hz. 1H). 3. 88 (d, J = 4. 8Hz, 2H) , 3 
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. 8 3-3. 6 0 (m, 4H). 1. 15 (t, J=6. 8Hz, 6 

[HWJ16] 1- (2, 2-^i^i/xf;i/) -3. 3-t'X (N* - (4 

bn7x-;l0 ^ w K) > K'J >- 2 
Rf = 0. 21 (CHC l 3 /MeOH = 20/l) 
NMR (CDC 1 a-DMSO-de) 

6 9. 2 4 (s, 2H) , 8. 0 7 (d, J =9. 5 Hz, 4H) , 7 
. 95 (d, J=6. 3Hz, 1H), 7. 50 (d. J = 9. 5H 
z. 4H), 7. 45 (s, 2H). 7. 30(t, J=7. 8Hz 
, 1H) , 7. 12-7. 0 2 (m, 2H) . 4. 8 2 (t. J =5 
. 4Hz, 1H), 3. 91 (d, J=5. 4Hz, 2H), 3. 8 
1-3. 65 (m. 4H), 1. 17 (t, J=6. 8Hz, 6H) 

immmin 1- (2. 2-^^'>x^) -3, 3-t** w - (4 

Rf = 0. 29 (CHCl 3 /MeOH = 20/l) 
NMR (CDC 1 3 ) 

6 8. 03 (br, 2H) , 7. 86 (d. J = 7. 8Hz, 1 H) , 
7. 46-6. 95 (m, 13H), 4. 84 (t, J=5. 4Hz 
. 1H), 3. 90-3. 61 (m, 6H) , 1. 27-1. 12 
(m. 6H) 

[H8S0J18] 1- (2. 2-^xh^i/ji^;i/) -3, 3-t** (N' - (2 

-7^tD7i-;l/) *W K) 'T>KU>-2-^> 

Rf = 0. 3 5 (n-'\*1f->/#iei^;U=2/'l) 
NMR (CDC 1 s ) 

5 7. 8 9-7. 8 2 (m, 3H) , 7. 7 1 (s, 2H) . 7. 2 8 
(t. J = 6. 1Hz. 1H). 7. 18 (br, 2H) . 7. 10 
-6. 98 (m, 2H) , 6. 8 9-6. 7 8 (m, 6H) , 4. 8 
2 (t, J=5. 3Hz, 1H), 3. 91 (d, J = 5. 3Hz. 
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2H) . 3.. 82-3. 71 (m. 2H) . 3. 6 7-3. 5 8 Cm 
, 2H) .1.13 (t. J = 6. 9Hz. 6H) 

mmmi 9] 3. 3 -fx cn* - (2->7;7x-;p) K) -1- 

(2. 2-^^^^) ^K'J >-2-tf> 
5 R f = 0. 2 5 (n-^^-9->/^i^^=2/l) 
NMR (CDC 1 3-DMSO-d e ) 

5 8. 7 9 (s, 2H) . 8. 3 0 (s, 2H) . 8. 1 7 (d. J = 
8. 3Hz, 2H), 7. 98 (d, J=5. 6Hz. 1 H) . 7. 
4 9-7. 3 8 (m, 4H) , 7. 27 (dt, J = l. 3, 6. 3 
io Hz, 1H) , 7. 0 9-6. 95 (m. 4H) . 4. 79 (t, J 

= 5. 3Hz, 1H) , 3. 89 (d, J = 5. 3Hz, 2H) , 3 
. 7 9-3. 7 3 (m, 2H) , 3. 6 3-3. 5 3 (m. 2H) . 
1. 1 7 (t, J = 6. 9Hz. 6H) 
intoW2 01 3. 3-b*x (N' -(4-^e7x-;i/)fKK)-l- 
15 (2, 2-^xh*5/i^) KU >-2-*> 
Rf = 0. 48 (CHCl 3 /MeOH=20/l) 
NMR (CDC 1 s-DMSO-d 6 ) 

5 8. 65 (s, 2H), 7. 84 (d. J = 7. 3Hz, 1H). 7 
. 3 0-7. 2 5 (m, 10H), 7. 10-6. 96 (m, 3H) 
20 , 4. 79 (t, J=5. 3Hz, 1H), 3. 88 (d, J = 5. 

3Hz, 2H), 3. 81-3. 48 (m. 4H) , 1. 17-1. 
12 (m, 6H) 

[H»J2 1] 3, 3-t*x (N' - (3-rn^7x-;i/) K) -1- 
(2. 2-?x-h*i'3.f-JW 4>b*V>-2-*> 
25 Rf = 0. 48 (CHC l 3 /MeOH=20/l) 
NMR (CDC 1 3 ) 

5 7. 99 (br, 2H). 7. 82 (d. J = 7. 6Hz, 1H). 
7. 57 (s, 2H) , 7. 3 3-7. 2 4 (m, 3H). 7. 09 
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. -6. 93 (m. 6H) , 6. 9 6-6. 8 0 (m. 2H) . 4. 8 
6 (t. J = 5. 0Hz, 1H). 3. 88 (d, J=5. 0Hz. 
2H), 3. 8 4-3. 6 2 (m. 4H). 1. 19-1. 12 (m 
, 6H) 

5 [#%0J12] 3, 3-k*X (xh^i/*M-;Mf;i/) ^>KU>-2-* 
y 

**i"(>h*-J\< (1. 3 3g) <D$t&iS/ : $-Jl'XJ\'**r'> K (2 0mL) 
i:*'J^A-ter t-^h + >> K©ft& i? * f-JVXA/** is mm ( 1 M, 1 
OmL) *fi*»H«TM"CiDJU -©a^Hf* 1 0»a#»7n-*H«if- 
io A/ (1. llmL) *jfFlfc. £©RJS**IMT2 05Mt#U S&Krtl) 
A-t e r t-^h + y K©$£ftv^ f-^X/U**^ K»tt (1M, 1 OmL) 
*in*.l 0a«*MlU ^n«xf;i/ (l. UmL) Wbfco COil 

15 ^^57^- (^t>/Sl!if;l/=2/l^l) TftggbTO. 7 9g 

R f = 0. 2 2 (^*1f>/ft»if-/u=2/l) 
NMR (CDC 1 3 ) 

5 7..8 7 (s. 1H) , 7. 3 0-7. 18 (m. 2H) , 7, 0 4 
20 -6. 86 (m, 2H) . 4. 03-3. 9 1 (m, 4H) . 3. 0 

3 (d, J = 16. 1Hz, 2H) . 2. 88 (d. J = 16. 1H 
z, 2H) , 1. 07 (t, J = 7. 3Hz, 6H) 
MS (m/e) 3 05 (M + ) . 232, 18 6. 174, 14 6, 130 
[##0J13] 3. 3-b*x ( (l, *;MCx;Mf-/i/) 
25 > KU >— 2— 

#%0|J1 2Tfflt^^D*ftKxf-;i'Oft*>0ir^o*ftK- t e r t-"/^ 
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Rf-0. 2 9 (^^1f>/PS?i^^=2/l) 
NMR (CDC 1 3 ) 

6 9. 0 3 (br, 1H), 7. 42-6. 8 0 (m, 4H), 2. 8 
3 (s, 4H) , 1. 19 (s, 1 8H) 
5 MS (m/e) 36 1 (M + ) . 2 4 9, 2 0 4, 1 9 1. 1 4 5 

[#%M14] 3, 3-t'x (hKD+v/*^sK-;l/yf^) -OK'J>-2- 

3. 3-fcfx (i^^/l/t:-;Mf;l/) ^>K'J>-2-t> (0. 73g) 
©x^y-;K4 0mL) MT*K^*»J*>A (8 5«. 1. 2 5g) 

io ©tK (5mL) Sift^fti^. 8^1*1171 5«rH»»b«*bfco 

7Mw&^L*on*;l/ATftfr&l 0%£BrCPH 2 triftgJU SffiU ftKxf- 

- VfiS-*Ti»m TllMbfc 0W8 6K) o 

Rf = 0. 27 
15 NMR (DMSO-de) 

<5 12. 14 (br, 2H). 10. 3 5 (s. 1H), 7. 27(d 
, 5 = 7. 2Hz, 1H). 7. 17-7. 09 (m, 1H), 6. 
92-6. 76 (m, 2H), 2. 88 (d, J = 1 6. 0Hz, 2 
H) . 2. 64 (d. J = 16. 0Hz. 2H) 
20 [HHfe0iJ2 2] 3. 3-b*x ( (4-/^7x-;W #;U/<*r>r ;M f-yu) >T 

3. 3-fc*x (t Kn + i'^i'tfx/Mf^i/) >f ^ KU >-2-*> (0. 25 
g) ii;i/^D^i//l/*M^5 K (1. 2 4g) ON. N-^yfMA/ 
A7i K (30mL) SftKSfi-Cl-t Fo^M^X h »J (0. 9 

25 2 g) h;wrv>> (0. 6 4g) *»RWK:in;U C©S&%£M-ei 
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3*6 3%) o 

NMR (DMSO-de) 

6 10. 32 (s, 1H). 9. 77 (s. 2H), 7. 33-6. 8 

5 1 (m. 12H). 3. 09 (d. J = 14. 9Hz, 2H) , 2. 

72 (d, J = 14. 9Hz, 2H) . 2. 21 (s. 6H) 
MS (m/e) 4 2 7 (M + ) . 321. 29 3, 17 2. 159. 107 

[ldte0J2 3] l-O^lz-3, 3-£* ( *;w<* 

io g*5UftlN N. N-'Jttfrfrfr^T i K (5mL) rfCMI bfcTK&fl:^ h 
y*A (60%. 0. 05g) £0" CT3. 3-t** ( (1. 1 
h*-» ^j;l/t;-/Mf/l/) -Yi/K'J >~2-*>' (0. 3 6g) ©N. N-S? 
>fA/W7$ K (5mL) «^fiTlfc 0 ^OS^«J*Hfi-C3 0^«» 
bfc'(*L ^y^^oS K (0. 1 2mL) ^Ua^MWiV^ 1 ttlfflfltftbfco 

TKSSK^hU'i'AT^ S!^bl-^>^^-3. 3-t'*((l, 1-S» 

R f = 0. 6 6 
NMR (CDC 1 s ) 

20 8 7. 3 5-6. 5 0 (m. 9H) . 4. 89 (s, 2H) . 3. 04 

-2. 7 8 (m, 4H) .1.17 (s. 1 8H) 
ttEKJ6T»&ftfcl--*:'S>>l'-3. 3-t**((l. l-yyfA'Xb + S/) 
>f>F , JJ'-2-*>Oi^-^ (15mL) £ 
flT^tt-fk^U^A (85%. 0. 66g) (2mL) 

ttiTpH2CWU ^rit«*ftllif-/u-c»fflbfeo 

HJ O AT*$z;j& U Sibfco :OlW^ooW (lOmL) 

IC**U i? i/ 9 w\*r ! s Z K (0. 6 2g) il-tKn^ 
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>Xh VTV-Jl< (0. 4 6g) b/Ki?> (0. 3 2 g) *«ttWKlJD 

5 2 9 *0*Hffc£«9*fife»*£^»* : OK* 5 7 90 o 
Rf = 0. 2 6 ('s*-9->/»Kif-^=l/D 
NMR (CDC 1 3 ) 

<5 9. 8 3 (s, 2H) , 7. 4 6-6. 6 1 (m. 17H) . 4. 9 
2 (s. 2H). 3. 20 (d. J-15. 1Hz. 2H) , 2. 8 
10 3 (d, J = 15. 1Hz. 2H), 2. 21 (s. 6H) 

MS (m/e) 517 (M + ) . 411, 38 3. 369. 26 2. 107. 
9 1 

HJ6W2 4-2 6 

R f = 0. 16 (n-^-fr^/fflFK^f-^l/l) 
20 NMR (DMSO-de) 

<5 9. 7 7 (s. 2H), 7. 31-6. 88 (m. 12H). 3. 1 
6 (s, 3H). 3. 11 (d, J = 15. 1Hz, 2H) . 2. 7 
4 (d. J = 15. 1Hz. 2H). 2. 21 (s, 6H) 
MS (m/e) 44 1 (M + ) . 33 5. 30 7. 18 6. 107 
25 [HWJ2 53 3. 3-£* ( (4-^Wx-;i/) t^w^-OI^^) - 
1- (7x-;^/^:-;Mf;i') >f>KU>-2-*> 
R f = 0. 4 1 (n-^*V >/&&*+*= 1/1) 
NMR (DMSO-de) 
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6 9. 91 (s. 2H). 8. 14 (d. J = 7. 3Hz, 2H), 7 
. 7 3-6. 8 6 (m, 15H), 5. 35 (s, 2H). 3. 30 
(d. J = 1 6. 1Hz. 2H). 2. 78 (d, J = 1 6. 1Hz 
. 2H) . 2. 2 2 (s, 6H) 
MS (m/e) 5 4 5 (M + ) , 439, 411, 33 3. 290, 107 
[H»J2 63 3. 3 -fx ( (4-yf;i/7x-;l/) *;w<*>f;M fviO - 
1- (2-b°u v^Mf-^) >r >K»; >-2-*> 

NMR (DMSO-ds) 

5 9. 83 (s, 2H) . 8. 55 (d. J = 4. 9Hz, 1H). 7 
. 6 6-7. 5 0 (m, 2H) , 7. 3 8-7. 01 (m. 1 1H) 
. 6. 89 (t, J = 7. 3Hz, 1H). 6. 68 (d, J = 7. 
8Hz, 1H), 4. 98 (s, 2H). 3. 20 (d, J = 15. 
1Hz, 2H), 2. 84 (d, J = 15. 1Hz, 2H) , 2. 2 
1 (s, 6H) 

MS (m/e) 518 (M + ) , 4 1 2, 3 8 4, 2 3 7. 1 0 7. 9 2 
[#%#J153 (RS) -l-^>^;l/-3- (x^-^/«-Wf^) - 
3-h Ku*v"f > KU >-2-#> 

S*»ffl«T-7 8* CT*1. 1. 1, 3, 3, Z-s\****A> ! Ji'5'9> (2 
. 4mL) 0gifh5hFo77> (lOmL) giliy/l'^f /WJf7 
A©"vMf->»tt (1. 59M. 6. 4mL) *«TU fi6»*0STlO» 
«flil/fc»ft»if-^(0. 9 7 6mL) < OflDX-fco £©5J6tt*-7 

8° CT3 05MK#l/Tfr&l-^>5M/>f-frf-:-' (2. OOg) ©&*§xh5 
hKD77> (lOmL) »«*in;U BfiT$&KlBSRa«#bfco E*«C 

fllieb2. 2 3 g©«fi^«J*#fc (t$8 1%) o 
NMR (CDC 1 8 ) 

5 7. 4 5-6. 55 (m, 9H) . 4. 84 (s, 2H) . 4. 12 
(q. J=6. 9Hz. 2H), 2. 97 (s, 2H) , 1. 40 
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(b r, 1H) , 1. 13 (t. J =6. 9Hz, 3H) 
[#%0J1 6] (RS) -l-<y^-3-t Kd + v/-3- ( (4-^^ 

gSS£l!SlT-7 8" CTv<7 (0. 2 5 4 g) OftSIf Ko 

5 77V (lOraL) Mi:;;l/7;W^'Jf>A©^tyM (1. 5 9M, 
1. 3mL) *»TU S£*9*IM"C1 0#it#U*io CORl6«lc-7 8' 

\) y-2-*> (0. 2 9 9 g) ©S&Ji'r t Ko7^> (5mL) i£$£&Q 

'J*W5A^o7h^57-f- (^^>/^S?x7 c ;i/=5/l-C^HI) "C 
«MBI/C0. 16 1g©iM^i/:(W4 4%), 
NMR (CDC 1 3 ) 

6 8. 3 8 (s. 1H) . 7. 4 7-6. 9 2 (m, 1 2H) . 6. 6 
15 7 (d, J^8. 6Hz, 1H) . 5. 3 8 (s, 1H) . 4. 88 

(d, J = 16. 0Hz. 1H). 4. 74 (d. J = 16. 0Hz 
. 1H). 3. 06 (d. J = 14. 9Hz, 1 H) . 2. 69 (d 
, J = 14. 9Hz, 1H) . 2. 29 (s, 3H) 
CHJfe^I 2 7] (RS) - ( 7 S J 

20 -3- ( 7;;*^-^*U") 

fi*»I»TIItl-'<i'y/l'-3-k + ( (4->Wx- 

7S Jij/Utf—frt s t)V) -r v K'J >-2-*> (0. 15 5 g) t'*5 V 
iJHvm- h (0. 0 9 7mL) ®Silfh7k Fn77> (lOraL) 
25 ^{ri:B^K^yf-;u-r-r (1 Omg) *in;U a^»*HITl 8B#lH8l#L 

ith'J^AT^ItSibfco g»i/'J*W7^^n7h/77^- 
Cs*tf >/ftlif;i/= 3/1 T»*t) -e«« L/T 0. 1 7 8 g ©««^«J 



-46- 



WO 94/19322 



PCT/JP94/00235 



%'&fz mm 8 9%) o 

NMR (CDC 1 3 ) 

6 9. 4 2-9. 1 2 (br. 1 H) . 7. 6 0-6. 8 8 (m. 17 
H) . 6. 6 8 (d, J=7. 8Hz, 1H) . 5. 0 4 (d. J = 
5 14. 8Hz, 1H). 4. 94 (d, J = 1 4. 8Hz. 1H). 

3. 14 (d, J = 1 5. 2Hz, 1H), 2. 99 (d, J = 1 5 
. 2Hz, 1H), 2. 28 (s, 3H) . 2. 21 (s, 3H) 
[##09173 l-0^l/-3-(tFo+->>fi;) -Y > KU >-2-*> 
N-^^S?;l/>f (7. 1 1 g) <0*9J~-fr (7 5mL) Sffitticgifcb 
io Kp + WUTS > (3. 8 4g) £Mtf-MJ*A (3. 8 4g)©7K(500 
mL) »tt*Jnilfeo 1 lEFOTtfU **byt 0 SM^tR 

ftlfc»x^-^6S»il,t6. 1 1 g©^M4b&^£flfeii£B e B £UT*§ 
fc (JR*8 IX) o 

Rf = 0. 33 (^oo*;l/A/y 9J-)\s=2 0/1) : 
15 NMR (DMSO-d 6 ) 

6 13. 51 (br, 1H), 8. 00 (d, J = 7. 3Hz, 1 H) 
, 7. 3 9-7. 2 6 (m. 6H) , 7. 10-6. 96 (m, 2H 
) . 4. 94 (s. 2H) : 
MS (m/e) 25 2 (M + ) . 235. 207, 91 
20 [#5£0!I183 (RS) - 3- (N' - (4-^ Wxi/k) ^U-f K) -f^ 
K'J >-2-^> 

<YU-f-:/(7 3. 6g) ©i*y-;u (1. 2L) »»ttlw«Kt Ko*-»UT 
S> (6 4. lg) tra^-hUtf A (6 4. lg) 07k (5 0 0mL) mm* 

25 y-;l/^t»^M^bT5 1. 8g©3- (hKo + W-:;) ^>K'J>-2- 
*>£ltfeii§Il<!:LT'fi*: (W6 4%) 0 
Rf = 0. 41 (*on*;UA/V*y-;U=l 0/1) : 
NMR (CDCh/DMSO-d,) 
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6 12. 52 (s, 1H). 7. 39-6. 81 (m. 4H) : 
MS (m/e) 162 (M + ) , 14 5. 117 

3- (bFo^H;;) OK'J >-2-*> (4. 8 6 g) <*: 5%R h/C 

cioomg) ox^-^ (3oomD mm&%*%zm%T. mux-ia 

(3 0 OmL) «U 0' Ct^7 h U ;l"T 7 ->7^— h (4. 1 
6mL) £flD;U «£&*IMT2ISfla!#U;fco i 
^y-;PT^UT7. 5 9g©«JB^«ff*»fc (W9 0%). 
NMR (DMSO-d«) 
io 5 10. 30 (s, 1H). 8. 61 (s, 1H), 7. 27-6. 7 

7 (m, 9H) , 4. 95 (d. J = 7. 3Hz, 1H) . 2. 21 
(s. 3H) : 

MS (m/e) 28 1 (M + ) . 17 4. 14 8. 13 2. 107 
[#%0J19] (RS) -3- ( (4-y^wOvW £;M-:-;U7^y) 4 
15 > k»; 2— 5t> 

3- (tKn^WJ;) -OKU >-2-*> (4. 8 6 g) £5%Rh/C 
(lOOmg) ©x*/-;u (3 0 OmL) *tt*7K*S?HSlT^ SaTlBlffl 

mtLtzo Kmmz-bz^ htssu ufc 0 :o»*n, n- 

^/fM;VA7; K (5 OmL) K8J!¥U aaT^S/^ o^*^;^;!^:^ 
20 >r* K (5. 15g) . 1-fc Kp*^>XHJ77*-;1/ (3. 83g) „ R 
bU/l^I? (3. 7 5g) ^HtfdJnx.. 2B*IS»#L.fco 

W7^^D7h^7>f- (?Do*;l/A/y ^y-;w=4 0/1-C^SI) 
25 T**tSS! UT 1 . 0 1 g ®Sfi^«J*^fc (JR*P 1 8 %) o 
Rf = 0. 32 (^on^V>^;-^20/l) 
NMR (DMSO-de) 

6 10. 39 (s, 1H), 8. 80 (d. J = 8. 3Hz, 1H). 
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7. 21-7. 02 (m. 6H). 6. 91 (dd, J = l. 0. 6 
. 3Hz. 1H), 6. 79 (d, J = 6. 3Hz, 1H). 5. 0 
8 (d, J = 8. 3Hz, 1H) , 3. 4 4 (s, 2H) , 2. 2 7 
(s. 3H) 

5 MS (m/e) 28 0 (M 4 ) 2 6 2, 1 4 8, 1 3 2, 1 0 5 

[#%#I2 03 (RS) -l-^>^;l/-3- (Ji-JViiJlytf-JlT i J) 4 y 

l-OVfr-Z- (hKo + HW) << > F'J >- 2 -*> C2. 5 2 g) 
£5%Rh/C (lOOmg) ®>^y-;K20 OmL) !Mft&7k&gS£l 

g&S«8*i>*o;M*> (2 00mL) KiMU MTh>Jx^7$ > (2. 
7 9mL) S^'^bT-lr^^ (0. 8 5mL) ^IH^Jnx. x ffi^fcUfclWC 1 ■# 

15 2 8 g ©IRHf fc£«B*Sfc ( W 4 5 %) 0 

Rf = 0. 3 0 (^.do^1/A/^;-;I/=2 0/1) 
NMR (DMSO-de) 

6 8. 79 (d, J = 7. 8Hz, 1 H) , 7. 41-7. 13 (m. 
7H) , 6. 98 (dd, J = 6. 8. 7. 8Hz. 1H), 6. 7 
20 6 (d, 3 = 7. 3Hz. 1H), 5. 22 (d. J = 7. 8Hz, 

1H), 4. 97 (d, J = 1 5. 8Hz, 1 H) , 4. 81 (d. 
J = 15. 8Hz, 1H) , 1. 92 (s, 3H) 
[#%0J2 13 1- (2. 2-yxh + «/xf;l/) ->f1J-*> 
2*5Uft«T> ««yyf-^^l/*4">K (2 0 0mL) Ufc* U A 

25 -tert-"/h + ->K(25. 4 g) HI 0° Ct>ftf> (3 1. 8g) © 
*/Px;W**->K (3 0 0mL) *»tiTtfc. 21&^£I5I&T3 0 
7o*7-fe hJ^rh Ki^f^T-tr*-^ (3 9mL) £2jox. 
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7A^n7F/77^ - (^DD*;l/Vft»if^=2 0/l) "Cffl»U3 1. 
4 g©«li^«I**fe»*i:UT»^ OR^5 5%) 0 
Rf=0. 83 (?pn*;UA/,**y-;l/=2 0/l) 
5 NMR (CDC 1 3 ) 

S 7. 75-6. 9 5 (m, 4 H) . 4. 71 (t. J = 5Hz, 1H 
). 3. 89-3. 4 0 (m, 6H) . 1. 16 (t. J = 7Hz, 
6H) 

[HWJ281 (RS) -1- (2, 2-^iF + ^^) -3- (N* - (4 
io -y^7i-/l/) Q l/>f K) >f > KU >-2-*> 

1- (2, 2 h + S/xfvl') — (1 1. lg) Oi^y-^Kl 
OOmL) »jBttlitt»t Ko*->;PT^> (5. 3 8 g) £ftBtf"MJ*A (5 
. 38g)©7k(40mL) »tt*toifeo ::©»£»*»■? li#l«*#U 

15 jjcttlfc* MJ * A±T*£j!g, LfetfeftKif-^ L/T 7. 1 0 g © 

1- (2, ~3- (t Ko + WSV) -f >KU >-2 

-*>*«femiliLT»fe OR* 6 IK) e 
Rf=0. 32 (^nn^A/^^;~^=20/l) : 
NMR (CDCU/DMSO-d.) 
20 6 12. 85 (s, 1H),8. 09 (d. J = 7. 8Hz, 1H), 

7. 39-7. 31 (m. 1 H) , 7. 08-7. 01 (m, 2H) 
, 4. 70 (t, J = 5. 4Hz. 1H), 3. 84 (d. J = 5. 
4Hz. 2H) , 3. 82-3. 43 (m. 4H) . 1. 14 (t. 
J=6. 8Hz, 6H) 
25 1- (2, 2-^h*'>^) -3- (tKn + W;;) -fvK'J>-2 
(30. 0g) £5%Rh/C (200mg) ©x*y-;U (1. 5L) 

fc&MffiLtZo c©Ha«ft*S?^n;M *y (6 OOmL) i:»PU 0° CT* 
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h 'J;Wf 7->7*- h (1 5. OmL) ©$?*n;M * > (2 0 OmL) m 

ft#LT3 0. 8 g®mM4t&®}*&&W*t{,T'&tz (W7 2W e 
NMR (DMSO-de) 
5 6 8. 6 3 (s, 1H), 7. 33-7. 16 (m, 4H), 7. 12 

-6. 8 7 (m, 5H) , 5. 0 5 (d, J = 7. 4 Hz, 1H) , 
4. 7 7-4. 6 3 (m, 1H), 3. 84 (dd, J=5. 7, 1 
4. 6Hz, 1H) , 3. 7 7-3. 4 0 (m, 5H) , 2. 22 
(s, 3H), 1. 08 (t. J = 7. 4Hz, 3H), 1. 06 
io (t. J = 7. 4Hz, 3H) 

Wi«2 9-3 2 

H8S0J2 8Tffl^fcl- (2, 2-^ih4^f/P) ->ftf>0^Oi:# 

15 [HJfefl]293 (RS) - 1 -^>^;l/-3- (N' - (4-yf/V7i-/l/) 
*W K) -f >K'J >-2-*> 
NMR (DMSO-de) 

5 8. 7 0 (s, 1H) , 7. 3 9-7. 0 0 (m, 13H) , 6. 7 
8 (d, J = 7. 3Hz, 1H), 5. 13 (d, J = 7. 3Hz. 
20 1H) , 4. 90 (s, 2H) , 2. 21 (s. 3H) 

MS (m/e) 3 7 1 (M + ) , 2 3 8, 1 4 7. 1 0 7, 9 1 
[*ffiff!3 0] (RS) -3- (N' - (4->Wx-/V) *U-f K) -1 
-7x-M > KU >-2-*> 
NMR (DMSO-dfl) 
25 6 8. 7 6 (s, 1H) , 7. 61-6. 99 (m, 13H) , 6. 7 

1 (d. J = 7. 3Hz. 1H). 5. 20 (d, J=7. 3Hz. 
1H) . 2. 22 (s, 3H) 
MS (m/e) 3 5 7 (M + ) , 2 5 0, 2 2 3, 1 9 4. 1 8 0. 1 0 6 
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mmm311 (RS) -1- (2, 2-^xh + ->xf;b) -5-^^-3 

- (N' - (4-^ f-fr? x-;U) V K) -f > KU >-2-^->' 
NMR (DMSO-de) 

(5 8. 6 2 (s. 1H), 7. 25 (d, J=8. 3Hz, 2H) , 7 
. 0 6-6. 8 6 (m, 6H) , 5. 03 (d, J = 7. 8Hz. 1 
H) . 4. 7 1-4 . 6 6 (m, 1H), 3. 8 1 (dd, J =5. 
4, 14. 2Hz, 1H). 3. 72-3. 2 9 (m, 5H), 2. 
27 (s, 3H). 2. 21 (s. 3H), 1. 07 (t, J=6. 
8Hz, 3H). 1. 06 (t, J=6. 8Hz, 3H) 
MS (m/e) 411 (M + ) . 365, 232, 103 
immmS21 (RS) -5-7*n*-l- (2. 2-^h^*>i^)-3 

- (N' - (4-y^^x-yU) K) KU >-2-*> 
NMR (DMSO-de) 

<5 8. 7 4 (s, 1H) . 7. 4 8-7. 1 5 (m, 4H) , 7. 10 
-6. 88 (m, 4H), 5. 03 (d, J = 7. 4Hz, 1 H) , 
4. 7 2-4. 6 0 (m. 1H) . 3. 9 0-3. 3 7 (m, 6H) 
, 2. 21 (s. 3H), 1. 07 (t. J = 6. 4Hz, 6H) 

mmm 3 - a i 

[H»J33] (RS) —3— (N* - (4-^o;U7x-/l/) 7W K) -1 

-(2. 2-^if + ->xf;i/) ^>pj>-2-t> 

NMR (DMSO-de) 

5 8. 97 (s, 1H). 7. 40(d, J=9. 4 Hz, 2H). 7 
. 29-6. 96 (m, 7H) , 5. 06 (d, 5 = 7. 3Hz, 1 
H) , 4. 7 2-4. 6 7 (m, 1H) , 3. 8 4 (dd, J =5. 
4, 14. 1Hz, 1H), 3. 70-3. 4 1 (m, 5H), 1. 
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1 3-1. 03 (m. 6H) 
MS (m/e) 4 19, 417 (M + ) ,37 4. 371, 153. 103 

mmmsAi (rs) -i- (2, 2-^h*>-xf-;io -3- cn* - (4 

l«*->7i;;l/) ^U-T K) -f > KU >-2-*> 
5 NMR (CDC 1 3) 

6 7. 3 7 (d. J = 7. 3Hz. 1 H) , 7. 2 6-7. 0 1 (m, 
6H) , 6. 7 6 (d. J = 8. 8 Hz. 2H) . 5. 8 0 (d. J 
= 7. 8Hz, 1H), 5. 19 (d, J = 7. 8Hz, 1H), 4 
. 7 0-4. 6 5 (m. 1 H) . 3. 9 1 (dd, J = 5. 4, 1 4 
io . 6Hz. 1H). 3. 7 4-3. 4 3 (m, 5H) , 3. 70 (s 

. 3H) . 1. 65-1. 12 (m. 6H) 
MS (m/e) 4 13 (M + ) . 36 7. 21 8. 103 
[H^35] (RS) -3- (N f -i/^a^i/^KK) -1- (2. 

2-^x^->xf/i/) >r>Ky>-2-*> 

15 NMR (CDC 1 8 ) 

6 7. 3 9 (d, J = 7. 8Hz, 1 H) , 7. 27 (dd, J = 7. 
3. 7. 8Hz, 1H). 7. 08-7. 01 (m. 2H) , 5. 1 
8-5. 05 (m, 3H) . 4. 71-4. 65 (m. 1H) . 3. 
92 (dd, J=5. 4. 14. 1Hz. 1H). 3. 80-3. 4 
20 2 (m. 6H) . 2. 02-1. 88 (m. 2H) . 1. 78-1. 

5 1 (m. 4H) , 1. 4 8-1. 0 2 (m. 10H) 
MS (m/e) 3 8 9 (M + ) . 34 3. 21 8. 103 

mmm36i (rs) -3- w - (2-^p;w7x-;w *i^k) -1 

-(2, 2-^xh + ->xf;l/) >T>KU >-2-*> 
25 NMR (CDC 1 s-DMSO-de) 

<5 8. 2 5 (dd, J = l. 5. 6. 8Hz, 1 H) . 8. 05 (s. 
1H), 7. 66 (d. J = 7. 3Hz, 1H). 7. 41-7. 0 
0 (m, 6H) , 6. 9 1 (d t, J = l. 5. 7. 8 Hz, 1H) 
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, 5. 23 (d, J=7. 3Hz, 1H), 4. 7 5-4. 6 9 (m 
, 1H) , 3. 9 5 (dd, J = 5. 4, 14. 1Hz, 1H). 3 
. 8 2-3. 4 2 (m, 5H) . 1. 16 (t, J = 7. 3Hz, 3 
H) , 1. 15 (t, J = 6. 8Hz, 3H) 
5 MS (m/e) 4 19, 417 (M*) , 37 3, 37 1, 103 

[H*fe0>J37J (RS) -1- (2. 2-^xK^xf;l,) -3- (N' - (4 

-7Mo7x-ji/) tfw K) -r>KU >-2-^-> 

NMR (DMSO-de) 

5 8. 8 1 (s. 1H) . 7. 4 2-6. 9 5 (m. 9H) , 5. 0 7 
io (d. J = 7. 8Hz, 1H), 4. 70 (dd. J=3. 4Hz, 

5. 4Hz, 1H), 3. 85 (dd, J=5. 4. 14. 1Hz, 
1H), 3. 7 4-3. 3 4 (m, 5H) , 1. 0 7 4 (t, J=6 
. 8Hz, 3H). 1. 06 7 (t, J = 6. 8Hz, 3H) 
MS (m/e) 40 1 (M + ) . 3 5 5. 2 1 8. 2 0 2. 1 4 6. 1 0 3, 
15 7 5 

[H»J3 83 (RS) -1- (2. 2-v?xh^-/xf;i/) -3- (N' -7x 
x/i/^WF) -OKU y~-2—*y 
NMR (DMSO-de) 

5 8. 7 8 (s, 1H), 7. 3 9-6. 8 6 (m. 10H), 5. 0 
20 7 (d. 5 = 7. 3Hz, 1 H) . 4. 70 (dd. J = 4. 9Hz 

, 5. 4Hz. 1H). 3. 84 (dd. J=5. 4. 14. 1Hz 
. 1H) . 3. 7 0-3. 4 1 (m. 5H) . 1. 0 7 (t. J =6 
. 8Hz, 3H) , 1. 06 (t, J = 6. 8Hz. 3H) 
MS (m/e) 3 83 (M + ) . 33 7. 20 2. 174, 119. 10 3. 
25 7 5 

[0UI0J3 93 (RS) -1- (2. -3- (N* - (3 

NMR (CDC 1 3 ) 
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6 .7. 65 (s, 1H). 7. 4 0-7. 0 0 (m. 6H), 6. 79 
(d. J = 9. 3Hz, 1H), 6. 53 (dd. J = 2. 4. 8. 

3Hz, 1H), 6. 07 (d, 5 = 7. 8Hz. 1H), 5. 17 
(d. J = 7. 3Hz. 1H), 4. 69 (dd, J=5. 4. 5. 

9Hz, 1H), 3. 92 (dd. J = 5. 4, 14. 1Hz, 1H 

) . 3. 7 9-3. 4 5 (m. 5H) . 3. 7 0 (s, 3H) . 1. 

14 (t, J = 7. 3Hz, 3H), 1. 13 (t. J = 7. 3Hz 

. 3H) 

MS (m/e) 4 13 (M + ) , 3 6 7, 2 1 8, 2 0 2, 1 7 4, 1 0 3. 
75 

[HWJ40] (RS) -1- (2. + -3- (N* -x 

NMR (CDC 1 8 ) 

5 7. 4 0-7. 0 1 (m, 4H) . 5. 2 6-5. 1 6 (m, 3H) 
. 4. 68 (dd, J=5. 4. 5. 4Hz. 1 H) . 3. 91 
(dd, J = 5. 4. 14. 6Hz, 1 H) . 3. 77-3. 65 
(m, 3H) , 3. 5 6-3. 4 5 (m. 2H) , 3. 3 0-3. 1 
7 (m. 2H). 1. 15 (t. J = 7. 3Hz, 3H) , 1. 14 
(t, J = 6. 8Hz, 3H). 1. 13 (t. J = 7, 3Hz, 3 

H) 

MS (m/e) 3 35 (M 4 ) , 289, 218, 18 9. 14 6, 131, 

117. 103, 75 
[H»J413 (RS) -3- (N' - (4-xh*'>*tol'7x-^) t> 

K) -1- (2. 2-v?xh + </xf;i/) >f > KU >-2-*> 
NMR (CDC l s ) 

6 8. 0 7 (s. 1H), 7. 77 (d, J = 8. 8Hz. 2H) . 7 
. . 41-7. 06 (m, 6H) , 6. 36 (br, 1 H) , 5. 15 

(d. J = 6. 8Hz. 1H) . 4. 73 (dd, J = 4. 9. 4. 
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9Hz. 1H), 4. 31 (q. 3 = 1. 3Hz. 2H), 3. 99 
(dd. J = 4. 9. 14. 1Hz, 1H), 3. 86-3. 48 
(m, 5H). 1. 36 (t, J = 7. 3Hz, 3H) , 1. 15 
(t, J=6. 8Hz, 3H) , 1. 14 (t, J = 6. 8Hz, 3 
5 H) 

[#%0>J2 2] 3- ('O^D*i"f$;)-7-yfHyF , J>-2-t> 

l-ff-Jls-J-V-f-^ (4. 9 1 g) (Dx-fJ-JV (1 0 OmL) mMfcizmM. 

■CttKO-^i/^t Ko4-*>^7$ > (5. 5 9 g) t$m± h 'J £ A (3. 

29g)©7k(40mL) *tt*ttli^o £©a&&«aT3l$fflat#U ft 
10 mttz 0 uv**2*"&&9lL-fc1kLiZo C©W«S*fc*»»*- h U 

^A±-e^i!i. ««UT^&nfcfi^iac«i*^>-if>^€»iieauT5. 4 0g 

©«e^b^«J*f»yt: (W6 8%) o 
Rf = 0. 46 (^ooW/^y-;l/=10/l) 
NMR (DMSO-de) 
15 6 10. 81 (s, 1H) , 7. 69 (d, J=7. 8Hz, 1H) , 

7. 43-7. 34 (m, 5H) , 7. 20 (d, J=7. 8Hz. 
1H), 6. 93 (t. J = 7. 8Hz, 1H), 5. 4 5 (s. 2 
H) , 2. 19 (s. 3H) 
MS (m/e) 2 6 6 (M + ) , 2 4 9, 1 3 1. 9 1 
20 [#%0323] (RS) -7-^^-3- (N* - t> 

3- CO^o**/* $y) -7-^^^>KU >-2-*V (1. 30g) 
i5^<5i?*Aft* (50mg) (500mL) Sftft^TKX^ 

amr. ^a-c2Hffl»^t^o Eisa**^ htsiu 3&£ft*tufco 

25 :o»*^^d;M^> (2 OmL) 0° CT'<5 h U-rt"f 7 •> 

7^ — h (0. 6 7g) ZtlQZ.. B£4»*HaT2#M«#Lfco 5*«*»ie 

Rf = 0. 5 1 (^^^/»»if-^=2/l) 
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NMR (DMSO-de) 

8 10. 36 (s. 1H), 8. 60 (s, 1 H) . 7. 31-6. 7 
9 (m, 8H), 4. 96 (d. J=7. 8Hz, 1H). 2. 21 
(s, 3H) , 2. 20 (s, 3H) 
5 MS (m/e) 2 9 5 (M + ) , 18 8, 16 2, 107 

[gg%til4 2] (RS) -1- (2, + -3- (N* - (3 

->f;i/7i-;i/) $W K) -OKU >-2-*> 
-f*f-> (5. 0g) Oi^-;V (2 0 0mL) B»ttlcM-C*»0-^> 
^;i/t + 5 > (9. 7 5g) ^»tt^hy>A (4. 18g)©7k(5 
io OmL) ***JoAfc. £0S£tt*MT3e#l««#U SSSLfco SBtt* 

LTi&ftfca4l3i<!l^>'-/l^&SfiSbt6. 06g®3 - CO^p 
**>>f 5>0 >f :/KU >-2-*>*Stfe*SB<!:L<Tfcfc 0RSP7 1K) o 
Rf = 0. 49 (i?^o;M^>/^^;-;l/=10 0/3) 
15 NMR (CDC 1 8 ) 

6 9. 70-9. 40 (br. lH), 7. 85 (d, J=7. 4Hz 
. 1H) . 7. 50-6. 7 0 (m, 3H) , 7. 34 (s, 5H) 
. 5. 46 (s. 2H) 
g*ft«T. N, N-^fWA7; K (2 OmL) *C«»Ufc7K*^t^ 
20 h>;^A (60%x 0. 35g) {10° CT3- (^5?o*W;;) > K 
U>-2-^>(2. OOg) ON, N-v^^;U*/t'A7$ K (2 OmL) ft 

yxfm^-^(l. 40mL)^in^70 o CCSn&L^Kl 2B#R3JI 

^D7D^7^- (^no^Vy 9J-fU=l 0 0/1-Cftgt) T-$S3L 
T2. 20gO3- e^^D*W;y) -l- (2, 2-^^^^) 
>f > K'J >-2-*>£?|;fc (JR^7 6%) 0 
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Rf = 0. 2 7 (i?^n;M^>/^^y-/i/=100/l) 
NMR (CDC 1 3) 

6 8. 0 0-7. 8 0 (m. 1H). 7. 6 0-6. 8 0 (m, 3H) 
. 7. 38 (s, 5H), 5. 51 (s, 2H) , 4. 71 (t, J 

5 =5. 4Hz, 1H) . 4. 0 0-3. 2 0 (m, 6H) . 1. 1 4 

(t. J = 7. 2Hz, 6H) 
3- ('<>^ni + S/>f S y) -1- (2. h^i/x^;i/) ^>KU>- 

2- *> (2. 2 0g) iS^^^AR* (100mg)(D^^y-;K5 
OmL) mft&*X£BAT* MT2 BlMil# Ufco EJ6**«-f hT3 

io «u zmzmmbtzo z.a>vmm* s J ****** (2 0mD k»*?u o 

° C"Q** HU/H'VS/T*— h (0. 8 9mL) £Jn;U a^tt*M-C2ll* 

(JR¥4 7%) o 
R f = 0. 14 (^lf>'/^S?x^;u=2/l) 
15 NMR (CDC 1 8 ) 

6 8. 6 9 (s, 1H), 8. 29 (s. 1H), 7. 29-6. 94 
(m. 7H), 6. 72 (d. J = 6. 8Hz, 1H). 5. 05 
(d. J = 7. 8Hz, 1H), 4. 70 (dd, J=4. 4, 5. 
4Hz, 1H), 3. 81 (dd. J = 5. 4. 14. 1Hz, 1H 
20 ) . 3. 7 0-3. 2 9 (m. 5H) , 2. 2 2 (s. 3H) , 1. 

074 (t, J = 6. 8Hz, 3H) , 1. 06 7 (t, J=6. 8 
Hz, 3H) 

mmm431 (RS)-l-(2, 2-yxt. + >>x^)-5-7;i/tD- 

3- (N* - (4-> fA/7ix;l/) £ W K) >f > K'J ^-2-:* V 

25 HJfe0J4 2TfflC^^>T^^>ORt>t){r5-7;^D^^5 L >*ttl^Jiil4<i:bT 

NMR (CDC 1 3 ) 

6 7. 20-6. 82 (m. 8H). 6. 10 (d, J = 6. 9Hz, 
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1H). 5. 0 9 (d. J = 6. 9Hz, 1H), 4. 71-4. 6 
6 (m, 1H) , 4. 0 2-3. 6 4 (m, 6H) . 2. 25 (s, 
3H) , 1. 17-1. 09 (m, 6H) 
[HWJ44] (RS)-l-(2, 2-x b*i/jn^;l/) -5-> b*->-3 
5 - (N' - (4-^f^7x-;l/) ^U'f K) >f>KU>-2-*> 

e^s ia^«nis«i 4 2 kmm<DWL{?vmm<t&®*m9i 

NMR (CDC 1 ,) 

6 7. 4 6 (br, 1H), 7. 17 (d. J = 8. 2Hz. 2H) , 
io 7. 11-6. 93 (m. 4H) . 6. 78 (dd. J = 2. 6. 8 

. 2Hz, 1H), 5. 97 (d. J = 6. 9Hz, 1H), 5. 1 
4 (d, J = 6. 9Hz, 1H), 4. 69-4. 64 (m. 1H) 
, 3. 90 (dd. J = 5. 3, 14. 2Hz, 1 H) . 3. 76 
(s, 3H), 3. 74-3. 64 (m. 3H), 3. 54-3. 4 
15 2 (m, 2H) , 2. 2 5 (s, 3H) . 1. 16-1. 10 (m, 

6H) 

HWI4 5-5 2 

[HWJ4 5) (RS) -1- (2. 2-^xh#5/xfA) -3-'(N' - (2 

NMR (DMSO-d.) 

5 7. 91 (s, 1H). 7. 74 (d, J = 7. 8Hz, 1H), 7 
25 . 3 7-6. 8 4 (m, 8H) , 5. 12 (d, J = 7. 3 Hz, 1 

H) , 4. 70 (dd. J=5. 4. 5. 4Hz, 1H). 3. 84 
(dd. J = 5. 4. 14. 6Hz. 1 H) . 3. 70-3. 26 
(m, 5H) , 2. 20 (s, 3H) , 1. 07 (t, J=7. 3 
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Hz. 3H) . 1. 06 (t. J=7. 3Hz. 3H) 
[§H»J4 6] (RS) - 3- (N' - (3-^n;P7*-;b) tfl/>f K) -1 
-(2. 2-^ih*«>if;l/) <f>KV>-2-*> 
NMR (DMSO-de) 
5 6 9. 0 3 (s, 1H). 7. 63 (s, 1 H) . 7. 30-6. 89 

(m, 8H) . 5. 06 (d. J=7. 8Hz, 1H) . 4. 70 
(dd, J = 3. 4, 5. 4Hz, 1 H) , 3. 86 (dd, J=5 
. 4. 14. 6 Hz. 1H) , 3. 7 1-3. 3 0 (m. 5H) , 1 
. 09 (t, J = 7. 3Hz, 3H) , 1. 08 (t. J = 7. 3H 
io z, 3H) 

[HJI0J4 73 (RS) -1- (2, 2-^^^) -3- (N f - (2 

NMR (DMSO-de) 

5 8. 14 (s, 1H) , 8. 00 (d. J = 7. 8Hz, 1H) . 7 
15 . 67 (d. J = 7. 8Hz, 1H), 7. 30-6. 7 6 (m, 7 

H) , 5. 12 (d, J = 7. 8 Hz, 1 H) . 4. 7 0 (dd, J 
= 4. 9. 5. 4Hz, 1H). 3. 85 (s. 3H) . 3. 88- 
3. 29 (m, 6H) , 1. 08 (t, J=6. 8Hz. 3H) . 1 
. 07 (t, J=6. 8Hz. 3H) 
20 IMM&i 4 8] (RS) -1- (2, 2-^Ki/xf;p) -3- (N' - (4 
ho7x-;l/) tfW K) f > KU >-2-*> 
NMR (DMSO-de) 

<5 9. 61 (s, 1H), 8. 11 (d. J=9. 3Hz. 2H) , 7 
. 6 1 (d, J = 9. 3 Hz, 2H) . 7. 3 4-6. 9 7 (m, 5 
25 H) , 5. 0 1 (d. J = 7. 3 Hz, 1 H) . 4. 7 0 (dd, J 

= 2. 9. 5. 4Hz, 1H). 3. 86 (dd. J=5. 4. 14 
. 1Hz, 1H) , 3. 7 1-3. 4 2 (m. 5H) . 1. 0 8 (t 
, J = 7. 3Hz, 6H) 
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[HJ60J4 93 (RS) - 3- (N' - (4->7;7x-;l/) *l/>f K) -1 
-(2, 2-i?*h*i/2-*A/) 4>\?V>-2-*> 
NMR (DMSO-d 6 ) 

<5 9. 3 6 (s, 1H) . 7. 7 0-7. 5 3 (m, 5H) , 7. 3 0 
5 -7. 2 1 (m, 2H) , 7. 0 9-6. 9 6 (m, 2H) , 5. 0 

9 (d, 7. 3Hz. 1H). 4. 70 (dd, J = 3. 4. 5. 4 
Hz. 1H), 3. 86 (dd. J = 5. 4, 14. 1Hz. 1 H) 
, 3. 71-3. 41 (m. 5H). 1. 08 (t. J = 7. 3Hz 
. 3H) . 1. 07 (t, J = 7. 3Hz, 3H) 
io [Hlfe0)J5O] (RS) -1- (2, 2-^x^->i^) -3- (N' - (3 

NMR (CDC 1 3 ) 

5 8. 04 (s. 1H). 7. 55 (s. 1 H) . 7. 39-7. 03 
(m, 7H) . 6. 62 (d, J = 6. 8Hz. 1H) , 5. 06 

15 (d. J=6. 8Hz. 1H), 4. 73 (dd, J = 4. 9. 4. 

9 Hz, 1H) , 3. 9 8-3. 4 6 (m, 6H) . 1. 14 (t, 
J = 6. 8Hz, 3H), 1. 13 (t. J = 6. 8Hz, 3H) 
[ftlfcfflSl] (RS) -1- (2. 2-yxh + i/x*/iO -3- (N* - (3 
-7Wo7i-^) <7 W K) -f > K'J >-2-*> 
20 NMR (DMSO-de) 

6 9. 05 (s, 1H). 7. 4 2-6. 9 6 (m. 8H) . 6. 68 
(dt, J = 2. 4, 8. 3Hz. 1H), 5. 07 (d, 5 = 7. 
8Hz, 1H). 4. 70 (dd, J = 4. 9. 5. 4Hz, 1 H) 

, 3. 85 (dd, J=5. 4, 14. 1Hz, 1H). 3. 70- 

25 3. 3 0 (m, 5H) , 1. 08 (t, J = 7. 3Hz, 3H) , 1 

. 06 (t, J = 7. 3Hz. 3H) 
[HWJ5 23 (RS) -1- (2. + -3- (N' - (4 
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R f = 0 . 2 8 (n-^+tVRKif^l/l) 
NMR (DMSO-de) 

<5 9. 26 (s. 1H). 7. 61-6. 97 (m, 9H) , 5. 09 
(d. J = 7. 8Hz, 1H). 4. 70 (dd. J = 4. 9, 5. 
5 4Hz, 1H), 3. 86 (dd, J = 5. 4, 14. 1Hz, 1H 

) , 3. 74-3. 42 (m, 5H), 1. 0 7 (t. J = 7. 3H 
z. 6H) 

[H»J53] (RS)-l, 3-t'X (xh4i/*/^-;Mf^)-3-(N 
• _ (4-^f ;i/7x-;l/) VI/ 4 F) >f > K«J >— 2— > (5 3 a) (R 

io S) -3 - -3- (N' - (4-^Wx-;l/) 

F) W> KU >-2-*> (5 3b) 
(RS) -3- (N' - VX/^i F) -OKU >-2~* 

> (2. 8 1g) ©Ifcfl^f^X-A'aM^K (8 0mL) fcttlirtUSA-t 
e r t— 7 KOftiiy^ f-frXJlsfr^i/ F&& (1M, 10mL) 

15 ^HftTMTin^ ^©a^«S*l«Flffl»^fl^o*ft»xf-;l/ (1. 11m 

U # 7A^o7h/57-f- (^dd a/V ^ y -;i/= 4 0 / 1 

8f) T*ggILT0. 68 g OR* 1590 © (RS) -1, + ^ 

20 a>M?.=.jMf-;i/) -3- (N* - (4-yf^7x-;l/) *l/-f K) -f>KU 
>-2-J^> : 

Rf=0. 5 7 (*nn*;i/A/y *y-^=2 0/1) 
NMR (DMSO-de) 

6 8. 97 (s, 1H) , 7. 2 4-6. 9 4 (m, 9H) , 4. 59 
25 (d, J = 16. 1Hz, 1H), 4. 51 (d, J = 16. 1Hz 

. 1H) . 4. 17-4. 0 0 (m, 4H) . 2. 8 9 (d, J = l 
5. 1Hz. 1H), 2. 53 (d, J = 15. 1Hz, 1H), 2 
. 18 (s. 3H). 1. 22 (t. J = 6. 8Hz, 3 H) , 1. 
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11 (t, J = 7. 3Hz, 3H) 
MS (m/e) 4 5 3 (M + ) , 408, 346, 320. 233, 107 
Rtfl. 64 g (W4 5%) O (RS) -3- (x^i/^toMf/l/) 
-3- (N* - £ U >f ' K) -T> K'J >-2-tf> ; 

5 Rf = 0. 22 

NMR (DMSO-de) 

5 10. 39 (s, 1H), 8. 79 (s, 1H). 7. 24-6. 7 
7 (m, 9H) . 3. 99 (q. J = 6. 8Hz, 2H) . 2. 84 
(d, J = 14. 6Hz, 1H), 2. 63 (d, J = 14. 6Hz 
io , 1H), 2. 18 (s, 3H), 1. 06 (t, J=6. 8Hz, 

3H) 

MS (m/e) 3 6 7 (M + ) , 321, 206, 133. 107 
[0UI0J543 (RS)-3-(N* - (4 ffry x-;lO v K) - 1, 
3-t:X (7 -OKU >-2-*> (5 4 a) Rtf (R 

is S) -3- (N' - (4-^^7x-;i/) ^ i/>f K) -3- (7i-;^;i/# 
-r v K U >-2-*> (5 4 b) 

£*d <t LTffl ^5 c tB^ttnisw 5 3 1 mmontt-e 2 mommitsyazmm 

20 (RS) -3- (NT - (4->Wx-;P) $i/-f K) -l. 3-t*x (7i 
-/Hfr ^tf-^M ^ > K U >- 2 > : 
Rf = 0. 7 3 (^DD*W^^y-^=20/l) 
NMR (DMSO-de) 

<5 9. 01 (s, 1H). 8. 14 (d, J = 6. 8Hz. 2H) , 7 
25 . 8 5 (d, J=6. 8Hz. 2H) , 7. 6 7-6. 8 8 (m. 1 

5H), 5. 37 (s. 2H), 3. 63 (d. J = 15. 1Hz, 
1H) , 3. 4 2 (d. J = 15. 1Hz, 1 H) . 2. 19 (s. 
3H) 
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M S (m/ e ) 5 1 7 (M + ) , 410. 367. 262. 150. 105 
(RS) -3- (N* - (4-yf;i/7x-;i/) V u-f K) -3 - (7x^;i/# 
;M?.=.;M <<>h"V>-2-*> (54b) ; 
Rf = 0. 33 (^DDtW^;-;v=20/l) 
5 NMR (DMSO-de) 

5 10. 4 1 (s. 1H) , 8. 8 1 (s. 1H) . 7. 8 8 (d. J 
= 7. 3Hz, 2H). 7. 6 5-7. 44 (m, 3H), 7. 30 
-6. 7 7 (m, 9H) , 3. 6 8 (d. J = 16. 5 Hz, 1H) 
, 3. 44 (d. J = 1 6. 5Hz, 1H), 2. 19 (s. 3H) 
io MS (m/e) 3 9 9 (M + ) , 3 8 1, 3 3 8, 2 6 6. 2 4 9, 1 0 7 

immm55i crs) -3- (tKo+i/^A/^Mfw -3- (nt - 

(RS) -3- (^ h*^#;M-:^;M^;l/) -3- (N* - (4-^Wx 
-71/) K) >f > KU >-2-*> (0. 3 5 g) (1 OmL) 

15 8ttirtt-C*Rft*iJ«>A (8 5K. 3 0 0mg) (2mL) £;ta;i> 

*>f v^o/<y-;i/^€.Bej|l/T0. 0 8 8 gOia<b^*»fc. (W2 7 
20 %) 0 

Rf = 0. 16 (^Do*W^y-^2/l) 
NMR (DMSO-de) 

<5 12. 70 (br, 1H) . 10. 3 6 (s, 1H), 8. 88(s 
, 1H) , 7. 2 6-6. 7 5 (m. 9H) . 2. 7 7 (d, J = l 
25 6. 1Hz. 1H). 2. 49 (d, J = 16. 1Hz, 1H), 2 

. 18 (s. 3H) 
MS (m/e) 33 9 (M + ) , 32 1, 16 0, 13 3, 107 
[HWJ56] (RS) -1, 3-t*x (tFn + ^M:-;Mf;l/) -3- 
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(NT - (4->^7ii;l/) V W K) *r y K»J >-2-*> 
H&0IJ5 5T*ffl^*: (RS) -3- (x^^A^Mf/l') -3- (NT 
- (4-^^7i-;l/) F) >f >KU >-2-*>®ttt>0lZ (RS) 

-1, 3-t'x (x f**i/#;l/;tf-;M -3- (N' - 

mSbtmmomftvmmitSMZntz OW7 5%) 0 
Rf = 0. 1 7 (^onj^l/A/^y-^l/l) 
NMR (DMSO-de) 

5 12. 71 (br. 2H), 9. 07 (s. 1H), 7. 31-6. 
io 9 3 (m, 9H) . 4. 4 2 (d. J = l 7. 5 Hz, 1H) . 4. 

37 (d, J = 1 7. 5Hz, 1H), 2. 82 (d, J = 1 4. 9 
Hz. 1H). 2. 37 (d, J = 14. 9Hz, 1 H) , 2. 18 
(s, 3H) 

MS (m/e) 3 79 (M*-18) . 3 3 5. 1 3 3. 1 0 7 
is [HWJ57] (RS) -3- (4-^^7i-;l/) 75 ;*;^-;Mf;v 

-3- (N' - (4->f^7x-^) ?U>f K) >f >K'J >-2-*> 
(RS) -3- (h Ku^i^M-C^Mf-AO -3- (N' - 

-;U) W K) >f > K'J >-2-*> (0. 15 0 g) tVi/tu^i/A/* 

J\s#if>(Z K (0. 103g) ©N. N-^^W;l/A7; K (lOmL) ® 
20 Rci-k Ko*^>Xh'J7y-;i/ (0. 074g) ^7hMi?> (0. 

0 52g) zmmmzm^ z®m>&yizmux*i smram&u a«uto r 
a>?uu*)\,A/*fi;-j\'=2o/i'c®m -cnnvo. 08 3 go^b 

25 £to£fife»5fc£LT£fc (W4 4%) o 

Rf = 0. 11 (^od*;1/A/>^;-;1/=20/1) 
NMR (DMSO-de) 

5 10. 3 7 (s, 1H) . 9. 8 9 (s. 1H) , 9. 15 (s, 1 
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H) , 8. 2 9 (s. 1H) , 7. 5 1-6. 8 0 (m, 12H) , 
2. 7 5 (d, J = 14. 1Hz, 1H), 2. 5 0 (d. J = 14 
1Hz. 1H). 2. 25 (s, 3H), 2. 18 (s, 3H) 
MS (m/e) 4 2 8 (M + ) , 410. 321, 295, 14 7. 13 3. 
5 107 
fOfe0J5 8-5 9 

[Hfflgffl 5 8] (RS)-3-(N' -(4->Wx^)fKK)-3 

NMR (CDC 1 a) 

5 9. 12 (br, 1H) , 7. 5 0 (s, 1 H) , 7. 3 8-7. 1 
5 (m. 2H) , 7. 15-6. 7 0 (m, 7H) . 3. 6 0 (br 
15 . 2H) . 3. 30-2. 95 (m. 2H) , 2. 98 (d. J = l 

4. 5Hz, 1H) . 2. 7 5 (d. J = l 4. 5 Hz. 1H) . 2 
. 57-1. 8 0 (br, 7H) . 2. 22 (s, 3H) 
[£16095 93 CRS) -3- (N' - (4->W*i/l/) W K) -3 
- ( (N-fcWjyiO a/M^M*^) -f>K'J>-2-*^ 
20 NMR (DMSO-de) 

- 6 10. 31 (s, 1H) , 9. 11 (s. 1H) . 7. 45 (s, 1 
H) . 7. 4 0-7. 0 5 (m, 4H) . 7. 0 5-6. 7 4 (m, 
4H) , 3. 48 (br. 2H), 3. 27-3. 00 (br. 2H 
) . 2. 7 1 (d. J = 15. 1Hz. 1H) . 2. 6 4 (d. J = 
25 15. 1Hz. 1H). 2. 18 (s. 3H) . 1. 70-1. 12 

(br, 6H) 

[#%0J2 43 (RS) -3- (xh^i/*;l/t:-;Mf;l/) -3- ( (4—* 
f-A/KyVfr') #;l/*.=.;W7S J) >f > KU >-2 
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( RS ) _3_ ( (4-yf;i//<>>?;l/) ft )\,#.-)VT x 7) <Y> KU >-2- 
(0. 7 2 g) ©ftflISM f-;l/X;l/**S/ K (2 OmL) >J ^A— 

t e r t-^h^"> K©^)!^^^^^^ KM (1M. 3mL) 
SfflaiTSflTftliU c©«^*3 0»«^*'/D*ft»xf-;i/(0. 3 7m 
5 L) £aSTUfco £ ©EffcttfcHffl'C 3 LfcflU AttTkT&SLx— f 

Ml) -cnUiyXO. 3 0g©«M^*ifc (W3 2%) o 
Rf=0. 36 (^no^A/>^^-^=2 0/l) 
10 NMR (DMSO-de) 

6 10. 3 5 (s. 1H) . 8. 6 3 (s, 1H) , 7. 16-7. 0 
5 (m, 6H) . 6. 8 8-6. 7 1 (m, 2H) . 3. 8 2 (q. 
J=6. 8Hz, 2H) , 3. 40 (d, J = 12. 7Hz. 1H) 
. 3. 32 (d, J = 12. 7Hz, 1H), 2. 95 (d. J = l 
15 4. 6Hz, 1H),2. 74(d, J = 14. 6Hz, 1H).2 

. 25.Cs, 3H), 0. 96 (t, J = 6. 8Hz, 3H) 
MS (m/e) 36 6 (M + ) , 322, 233, 21 8. 14 6. 13 2. 
105 

[##0J2 5] (RS) -l-^>y;U-3-x|» + i/*;l/j|?x/uyf-;i/-3- 

20 f;l/AM:i;l/7; y) << > KD >-2-^> 

(RS) -l— *>5>/l/-3- (y^;^;^x;P7^ y) KU >-2-* 
> (0. 8 4g) ©«fc«$>>f-A'X/l'jMr2/K (15mL) jg&fcrt U A- t 
ert-^f^i/ K©^:^ ^ f - *> K*tt ( 1 M. 3 m L) *mM£- 
H8TSfiTin;U Z©a^«I*10^»»lft^o*»lK^>Kl. UmL) 

25 ^ITbfce C©Rfc«*IMT3 05Mt#U!:8U r;l/T 
fflttil/fco x— ?;1/«*MI7K»K , 7^**>'>A±T«:*^ ailtLMtt*.^';* 
W5A^07h/77>f- ( ^ d d ^il'A/Pixf ;l/= 3 / 1 t'^^t) T* 
&82UT0. 83 g 0RS&7 6K) ©iM^^ifeMitbtifco 

-67- 



WO 94/19322 



PCT/JP94/00235 



Rf=0. 2 1 (^DD*/VA/^f^=5/l) 
NMR (CDC 1 3 ) 

6 7. 5 8 (s, 1H), 7. 43-7. 11 (m. 7H) , 6. 96 
' (t, J = 7. 3 Hz, 1H) , 6. 6 6 (d, J = 7. 8Hz, 1 
5 H) , 5. 0 2 (d, J = 16. 1Hz, 1H) , 4. 9 2 (d. J 

= 16. IHz.-IH). 4. 21 (q. J = 7. 3Hz, 2H), 
2. 99 (d. J = 15. 1Hz, 1H), 2. 50 (d, J = 15 
. lHz. lH). 2. 02 (s, 3H). 1. 25 (t, J =7. 
3 Hz, 3H) 

10 MS (m/e) 3 66 (M + ) . 307. 278. 238. 91 

[HWJ6 0] (RS) -3- ( (4-,* ?J\"<>i?JU) i])V$-)\<7x J) - 
3- ( (4->Wx-;v) 7 ^ J ?ji<) J y KU :/-2-*> 

(RS) -3- (x^i/*M:-/Mf^) -3- ( U-^^^^) 
^;l/^-:-;UT 5y) ^> KU >-2-*> (0. 2 9 g) ©i^y-^ (1 Om 
15 L) fcftKMTTkRftrtUtfA (8 5K. 0. 1 6 g) ©7k&& (2mL) * 

UfcflU dn{r2N^K^iD^5Ci:ICckt)pH^2irP3li5L^o 
fc*Mfci**T»iHU ««l*M^hy»>A±T«:«fl»«LT^ (RS) 
-3- (t Kn*->*;i/4-:— - 3- ( (4-^/K>i?;W #;l/;J-: 
20 jl;u7 ^ y ) <f > K »; 2 >Z%tL 0 

Rf = 0. 24 (^PD*Wy ^y-;u=2/l) 
NMR (DMSO-de) 

6 12. 3 2 (b r. 1H) , 10. 3 2 (s, 1 H) , 8. 5 9 (s 
, 1H) . 7. 19-7. 0 5 (m. 6H) . 6. 8 8-6. 7 1 
25 (m. 2H) , 3. 4 0 (d. J = 15. 1Hz. 1 H) , 3. 2 8 

(d, J = 15. 1Hz. 1H), 2. 89 (d, J = 15. 1Hz 
. 1H). 2. 62 (d, J = 15. 1Hz. 1 H) , 2. 23 (s 
. 3H) 
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MS (m/e) 3 3 8 (M + ) . 294. 205. 146. 132. 105 
ll0KJ*ff-e»£*lfc (RS) -3- (t Ko**>*^-^^;U) -3- ( (4 
-yf;K>y;l/) fiA/tf-AsT ^ V) > KU >- 2 -*>&N, N-SMf- 
;l/tJ^7; K (20mL) KjgfrU ^ ->^o^i/;l/*;U#^>f 5 K (0. 
5 2 4 8 g)x l-tFo^M>Xh'J7y-;K0. 1 8 4 g) > h 
;U'-f^> (0. 128g) Zmfcto*.* C©jR^«j*SfiTl 2B#IH!«#U S 

^ h 'J * A±Ti£$ Ltz 0 •> y * 7 As* 7A^a?^77^ 

- (^no*;WA/>^y-;l/=4 0/lT*«) Tf»«!L0. 2 7 3 g©«« 

Rf = 0. 2 8 (^udW/^^;-;1/=2 0/1) 
NMR (DMSO-de) 

6 10. 36 (s, 1H), 9. 81 (s, 1 H) , 8. 68 (s. 1 
H) , 7. 31 (d. J = 8. 3Hz. 2H) . 7. 14-7. 04 
15 (m. 8H) . 6. 8 5-6. 7 3 (m, 2H) , 3. 4 5 (d, J 

= 15. 2Hz, 1H), 3. 35 (d. J = 15. 2Hz, 1H) 
. 2. 86 (d, J = 14. 1Hz, 1H), 2. 58 (d, J = l 
4, 1Hz, 1H). 2. 26 (s. 3H) . 2. 23 (s, 3H) 
MS (m/e) 427 (M + ) . 3 2 2. 2 9 3. 2 7 9. 1 7 2. 1 4 9. 
20 10 7 

\MM&\ 61] (RS) 3-^^*^45-^7 5 >-3- ( 

(4-^Wii;V) 7 5 J iiA/tf—A/t+AS) << >-2-*> 

mmmeo-cm^fz (rs) -3- (x^-/*m:-w^) -3- ( (4 

-yf-TWOSJ/i/) rt;M-:-;i/7^y) >f > KU >-2-*>©tt*>Diw (RS) 
25 - 1 -^i/y^-a-i F*«>* f /i/- 3 - (^;i/*M:-;i/7$ 

y) > K U >-2-*>*tB56K^i:UTffll^c:t£t^«lllte«6 0i:|Siltt 

©Jiff TeSib^«B*IB» bfco 

Rf=0. 43 (^DB^A/^^y-^lO/l) 
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NMR (CDC 1 3 ) 

d 8. 23 (s. 1H). 7. 57 (s, 1H). 7. 42-7. 12 
(m, 11 H). 6. 95 (t. J = 7. 3Hz, 1 H) , 6. 67 
(d. J = 7. 8Hz. 1H). 4. 95 (s, 2H) . 3. 04 
(d, J = 14. 1Hz, 1H). 2. 33 (s, 3H). 2. 25 
(d, J = 14. 1Hz, 1H), 1. 96 (s. 3H) 

MS (m/e) 4 2 7 (M + ) 2 9 3. 2 6 2, 2 3 7. 1 0 7. 9 1 
[IM 6 2] (RS) ( (4-^f;i/7i-;l/) 7Sy 

*;M-:;=.;M^;l/) -3- (N* - F) -OFU 

>-2-*> 

(RS) -3- (t Fn*i/*7;H-:x;M^;l>) —3— (N' - (4->f^7x 
x;io ^u-TK) >f >FU >-2-*> (0. 4 04 g) 0&$^ 
*->F (20mL) ®mz7kmt±VVV^to&&V/?frXJU**i/m®. (1 

m, 2. 5mD *m%%m%.Tm&"cm%.* za>m&®}& 15 

JV7u Z F (0. 19mL) £in;Lrt:o c 3 0#H# LfcgU 

jKUgarrscilcfctU (RS) - l-^>^;u-3- (h Ko^'>*^- 
-3- (N' - (4-yWx-;i/) ^l<"f F) > F»J >-2- 

Rf=0. 41 (^on^^A/^^y-;i/=2/l) 
(RS) -l-^>>?^-3- (k Fo*S/;fc/M5.=./M?\rtO -3- (N* - 
(4-^;U7x-;u) Oi/>f F) >f > FU >-2-*>*l£ilN. N-S^f- 

;t/*;i/A7$ F (1 5mL) KJSfrU 1-t Kd+H>X h U 7 7-^ (0. 

08 0g) n SMv:/nk\«/xf-/l/7S> (0. lmL) , l-x^;i/-3- (3 

-^pt^;W7^yyDh°;l/) * F£&£ (0. 1 1 1 gK /<5 h 

(0. 06 5 g) *«KJn;ifco fi^«B*6Nfffl«J$U S^L^o % 



WO 94/19322 



PCT/JP94/00235 



( ? d o *A/A/ft»xf/i/= 4/1 T&gt) T«f$! tO. 3 5 0 g 0£g{fc£ 

NMR (DMSO-de) 

5 9. 9 3 (s. 1H). 9. 16 (s. 1H), 7. 5 1 (s. 1H 
5 ) , 7. 5 3-6. 7 0 (m, 1 7H) . 4. 9 4 (s. 2H) , 2 

. 90 (d, J = 14. 8Hz, 1H) , 2. 57 (d, J = 14. 
8Hz, 1H) . 2. 26 (s, 3H) , 2. 19 (s. 3H) 
ttife0iJ6 3-7O 

io Ji^i UTffl^* C &El*t*gOtfll 6 2 £H«©»fl5T£mcgWfc£tt*H« 

[HJI0J63] (RS) -3- ( 7U*^Mf 
JU) -3- (N f - tfU-f K) -1- (7x-n/*;l/«K 

.=./M >f > K U >- 2 > 
15 NMR (DMSO-de) 

5 10. 18 (s. 1H), 9. 28 (s, 1H). 8. 19 (s. 1 
H) . 7. 8 5-6. 8 0 (m. 1 7H) . 5. 5 7 (d. J =8. 
6Hz, 1H) , 5. 36 (d. J =8. 6Hz, 1H), 2. 90 
(d. J = 15. 4Hz, 1H). 2. 65 (d. J = 15. 4Hz 
20 . 1H) . 2. 28 (s. 3H) . 2. 2 0 (s, 3H) 

[HWJ643 (RS) -1- (xh + i/^^-/Mf^) -3- ( (4-^ 
f-;P7*-;i>) 75y*/i/#-/uyf-A/) -3- (N' - (4-^Wx-;i/) 
$W K) >f >KV >-2-*> 
NMR (DMSO-d 6 ) 
25 6 1 0. 0 8 (s, 1H) , 9. 2 4 (s, 1H) , 7. 7 4 (s. 1 

H) , 7. 46 (d, J = 7. 2Hz, 2H) . 7. 40-6. 88 
(m. 10H) . 4. 7 8-4. 4 6 (m. 2H) . 4. 1 6 (q. 
J = 7. 2Hz, 2H), 2. 90 (d, J = 14. 8Hz, 1H) 
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. 2. 57 (d, J = 14. 8H z. 1H) , 2. 2 6 (s, 3H) 
. 2. 18 (s. 3H). 1. 26 (t. J = 7. 2Hz, 3H) 
IHWJ6 5] (RS) -3- ( (4-yf^i-;l/) 7 IJ * frX-fr t + 
/I/) -3- (N' - (4->Wx-;l/) ^ U^f K) -1- (2-t: >J 

5 ^;i/) >r > ku y-2-*y 

NMR (DMSO-de) 

5 9. 96 (s. 1H), 9. 21 (s, 1 H) , 8. 30 (s, 1H 
) . 7. 8 0-6. 7 0 (m, 16H) , 5. 0 0 (s, 2H) . 2 
. 8 6 (d, J = 14. 3 Hz, 1H) , 2. 5 9 (d, J = 14. 
io 3Hz, 1H, ). 2. 50 (s, 3H) , 2. 25 (s, 3H) 

[HJfeM6 6] (RS) -3- ( (4-yWx-;i/) 7;;*;l/^-^f 
^) -3- (N' - (4->f;V7x-;V) ^b-r K) -1- (2-7x-;l/x 

NMR (DMSO-de) 
15 5 9. 90 (s, 1H), 9. 13 (s, 1H), 7. 56 (S. 1H 

) . 7.. 4 5-6. 8 5 (m, 17H) , 4. 9 8-4. 7 7 (br 
. 2H), 2. 99-2. 80 (br. 2H) . 2. 81 (d, J = 
14. 2Hz, 1H). 2. 48 (d, J = 14. 2Hz. 1H), 
2. 26 (s. 3H) , 2. 1 7 (s, 3H) 
20 IMM&l 6 7] (RS) — 1— 3— ( (4->f^7x-;l/) T X J fi 

—3— (N' - (4-^;K7x-;W ^u-f K) -f>K»j> 

-2-*> 

NMR (DMSO-de) 

5 9. 88(s, 1H), 9. 12 (s, 1H), 7. 5 4 (s, 1H 
25 ) . 7. 3 9 (d. J=8. 2Hz, 2H) . 7. 31-6. 95 

(m. 10H) , 3. 17 (s. 3H) . 2. 8 0 (d. J = 14. 
6Hz, 1H). 2. 52 (d, J = 14. 6Hz. 1H) , 2. 2 
5 (s, 3H) , 2. 1 8 (s, 3H) 
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[H«E0I6 83 (RS) -3- ( (4->Wx-;i/) 7;;*M:-;Mf 
-3- (N' - (4-y^7x-;i/) ->W K) -1- (4 -try v^M 

NMR (DMSO-d 6 ) 
5 5 9. 9 2 (s, 1H) . 9. 18 (s, 1H) . 8. 5 1 (d. J = 

6. 0Hz, 2H) . 7. 65 (s. 1 H) , 7. 50 (d, J=5 
. 8Hz. 2H), 7. 40 (d. J = 9. 8Hz, 2H), 7. 2 
8-6. 86 (m, 9H) . 6. 75 (d. J = 7. 2Hz. 1 H) 
. 5. 03 (d, J = 16. 6Hz, 1 H) , 4. 93 (d, J = l 
10 6. 6Hz, 1H), 2. 90 (d, J = 1 4. 6Hz, 1H), 2 

. 6 3 (d, J = 14. 6Hz, 1H) . 2. 2 6 (s, 3H) , 2 
. 20 (s. 3H) 

IMt&ffl 6 9] (RS) -1- h*^>^;u) -3- ( U-^f-^x- 
;U) T^rt/M*-/!'***') -3- (NT - (4-^Wx-;W £ K) 
15 >f > K'J >-2-*> 
NMR (DMSO-d 6 ) 

5 9. 90 (s, 1H), 9. 14 (s. 1H), 7. 61 (s, 1H 
). 7. 39 (d, J = 7. 8Hz, 2H), 7. 45-6. 86 
(m. 10H) , 5. 11 (s, 2H) , 3. 3 4 (s. 3H) . 2 
20 . 8 4 (d, J = 14. 0Hz, 1H), 2. 56 (d, J = 14. 

0Hz, 1H). 2. 25 (s, 3H), 2. 17 (s, 3H) 

mmmioi crs> -3- ( (4-^^7x-/w t^/mm?-/^*- 

) -3- (N' - (4->Wx-;i/) ^HK) -1- (2. 2--?— 

25 NMR (CDC 1 3 ) 

5 8. 62 (s, 1H), 7. 40-6. 7 8 (m, 14 H). 3. 7 

1 (dd, J = 7. 4. 13. 7Hz. 1H). 3. 52 (dd, J 

= 6. 9, 13. 7Hz, 1H), 2. 97 (d, J = 14. 3Hz 
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.. 1H) . 2. 62 (d, J = 14. 3 Hz. 1H), 2. 29 (s 
, 3H), 2. 19 (s, 3H), 1. 93 (br, 1H), 1. 5 
0-1. 10 (br, 8H), 0. 9 8-0. 7 0 (b r, 6H) 
[HWJ71] (RS)-l-(2, 2-^h + -/xf;P)-3-((4-y 
5 fiV7x-iW 7i;i]fr#-)\<t1-)\s) - 3- (N' - (4-^f;t/7i-;P) 
K) -f>K'J >-2-*> 
(RS) -1- (2, 2-i^x^i/xf;l/) -3- (NT - (4~^f;l/7x 
VU>( K) -r^K'J>-2-^-> (0. 3 9 7 g) (D&MV / TJi<XJl<* 
+ (4mL) ^C^'J^A-t e r t —7 h4-*> K<DfftKS?jf i-frXJl/ft 
io *->K»« (1M. lmL) *g*£H§lTS£TJn;t> d0il£4&*3 O&S 
#»N-/<5 h'J^-2-^n*T-bhT5 F (0. 228g) 0«ft5^f-;l> 
x;U**v/K (2mL) 8«*»Tl/fco c©K£«&EaT3 0£«#U £ 

15 ;l/= 2 / 1 TfflK bXO. 3 5 g <D*«fl:6«B*f*fc (JR$ 6 5 %) 0 

R f = 0. 2 1 (^**>/ft»x*\rt/=2/l) 
NMR (CDC 1 s ) 

5 8. 3 3 (s, 1H) , 7. 3 3-6. 9 1 (m. 14H) . 4. 7 
7 (dd, J=4. 4, 5. 6Hz. 1H), 4. 03 (dd, J = 
20 5. 6, 14. 1Hz. 1H), 3. 8 2-3. 4 8 (m. 5H) , 

2. 9 7 (d, J = 14. 6Hz, 1 H) , 2. 5 7 (d, J = 14 
. 6Hz, 1H) . 2. 30 (s, 3H) , 2. 22 (s, 3H) , 
1.16 (t. J =6. 8 Hz. 3H) . 1. 11 (t. J = 6. 8 
Hz, 3H) 

25 MS (m/e) 54 4 (M + ) . 4 9 8. 4 3 7. 3 6 5. 1 0 3. 7 5 

[HJfe0J7 23 (RS) -7-y f-;b-3- ( (4-/^7x-;P) 7^7* 
;l/<J-:^;M -3- (N* - (4-^f^7x-;V) 7K K) >f>KU> 
-2-5j-> 
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£ii50l7 lTffl^fc (RS) -1- (2. 2-S>xh*S/if-;i/) -3- (N* 

- £ U>T K) f > K'J >-2-*>©ffrb*>f~7-y f- 
;u-3- (N* - (4-^^7x-;l/) »7 W K) -OKU >-2-*>*\h 

OR* 3 OK) o 

Rf = 0. 21 (^odW/^/-^=2 0/1) 
NMR (CDC 1 3 ) 

6 9. 1 0 (b r, 1H) , 8. 6 1 (b r. 1 H) . 7. 42 (br 
. 1H) . 7. 2 6-6. 7 3 (m, 12H) , 3. 0 6 (d. J = 
14. 5Hz, 1H), 2. 56 (d, J = 1 4. 5Hz, 1 H) , 
2. 24 (s, 3H), 2. 19 (s. 3H). 2. 03 (s. 3H) 
MS (m/e) 442 (M + ) . 42 4. 381, 33 5. 1 6 1. 107 
[Hffiffll 7 3] (RS) -3- ( (4-yf^7x-;l/) 7 S y rt/M?-^* f- 
;W -3- (N* - (4->Wx-;i/) K) -l-7x-;H y K>; 

*tt097 lTffi^fc (RS) -1- (2, 2-^ib + >>x^) -3- (N* 

- (4-^f;l/7x-/l/) £l/>f K) * > KU >-2-*>®ftfrf)tw3- (N 
" - (4->Wx-;i/) £U>f K) -l-7x-M>K'J >-2-*>£ 

fc OK*5 7%) o 

Rf = 0. 40 (^noW//^;-^=20/l) 
NMR (DMSO-de) 

6 9. 97(s, 1H), 9. 12 (s, 1H), 7. 63-6. 95 
(m. 17H), 6. 71 (d, J = 7. 8Hz, 1H), 2. 95 
(d, J = 14. 1Hz. 1H) . 2. 75 (d. J = 14. 1Hz 
, 1H) , 2. 25 (s, 3H) . 2. 1 9 (s. 3H) 
MS (m/e) 504 (M + ) , 39 7. 365. 22 4. 13 2. 107 

mmm 74-77 
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HJfe#J7 lT'ffl^*: (RS) -1- (2. 2-^F + ->x^) -3- (N* 

5 [HJI^J 7 4] (RS)-l-(2. 2-yxh*^i^) -5-^^-3 
- ( (4-^;l/7 i -;i') 7$ y*A/#~;Mf-;U) -3- (NT - 

NMR (CDC 1 3 ) 

5 8. 25 (s, 1H), 7. 32 (d, J=8. 3Hz. 2H) . 7 
io . 11-6. 9 3 (m, 10H) , 6. 8 4 (s, 1H) . 4. 7 8 

(dd, J = 4. 4. 5. 9Hz, 1 H) . 3. 99 (dd. J = 5 
. 9, 14. 6Hz. 1H), 3. 81-3. 5 4 (m, 5H) , 2 
. 94 (d, J = 14. 6Hz. 1H). 2. 54 (d, J = 1 4. 
6Hz, 1H). 2. 30 (s, 3H). 2. 2 4 (s, 3H), 2 
15 . 23 (s, 3H), 1. 17 (t, J = 6. 8Hz, 3H) , 1. 

1 2 (t, J = 6. 8Hz, 3H) 
MS (m/e) 558 (M + ) . 51 2. 451. 406. 379. 30 6. 
103 

[H»J75] (RS)-l-(2. 2-yih^->i^)-5-7Wo- 
20 3- ( 75;*^i^f^) -3- (N* - (4- 

NMR (CDC 1 s ) 

5 8. 6 1 (s. 1H) , 7. 3 5-6. 8 6 (m. 13H) . 4. 7 

2 (dd. J=4. 5. 5. 4Hz, 1H). 3. 96 (dd. J = 

25 5. 4. 1 4. 6 Hz. 1H) . 3. 7 4-3. 4 4 (m. 5H) , 

2. 95 (d, J = 14. 6Hz, 1H), 2. 65 (d. J = 14 

. 6Hz, 1H) . 2. 27 (s. 3H) . 2. 1 9 (s, 3H) . 

1. 12 (t. J=6. 8Hz. 3H). 1. 09 (t, J = 6. 8 
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Hz, 3H) 

mmmiei crs)-i-(2. 2-^b+->i^)-5-n* > >- 

3- ( (4->Wx-;l/) 75/*w:iW^) -3- (N* - (4- 

5 R f = 0. 20 (n-^*>/»»^^=2/l) 
NMR (CDC 1 3 ) 

5 8. 35 (s, 1H), 7. 34-6. 75 (m, 13 H) , 4. 7 
6 (dd, J=4. 3. 6. 1Hz, 1H), 3. 99 (dd, J = 
6. 1. 14. 5Hz, 1H). 3. 79-3. 4 8 (m, 5H), 
io 3. 6 7 (s, 3H) , 2. 9 7 (d, J = 14. 8 Hz. 1H) , 

2. 61 (d, J = 1 4. 8Hz, 1H), 2. 29 (s, 3H) , 
2. 22 (s, 3H), 1. 16 (t, J = 6. 9Hz, 3H) , 1 
. 1 2 (t, J = 6. 9Hz, 3H) 
[HJfe$l 7 7] (RS) - (2, 2-^h + ^f^)-3 

15 - ( (4->Wx-;V) 7 IJ1J -3- (N' - (4-^ 
*)\>7 x-;W) U<< K) 4 > K »J >- 2 > 
NMR (CDC 1 3 ) 

5 8. 23(s, 1H) , 7. 45-6. 8 5 (m, 13 H), 4. 7 
3 (dd, J =3. 9, 5. 9Hz, 1H), 3. 98 (dd, J = 
20 5. 9Hz. 14. 8Hz. 1 H) , 3. 83-3. 4 0 (m, 5H 

). 2. 94 (d, J = 14. 6Hz, 1H), 2. 56 (d, J = 
14. 6Hz, 1H), 2. 29 (s. 3H) . 2. 21 (s, 3H 
), 1. 15 (t, J = 6. 8Hz. 3H), 1. 11 (t, J = 7 
. OHz, 3H) 
25 £11017 8-9 5 

nnmiivm^ti (rs> -i- (2. 2-yxh+<>xf;i/) -3- (N' 
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mmmi 8] (RS) -3- (N* - (4-^d;V7x-;W K) -1 
- (2, h*^x^;i/> -3- ( 7^#/U#; 

5 Rf = 0. 3 3 (n-^t>/i^ixf;l/=l/l) 
NMR (CDC 1 3) 

6 8. 3 4 (s, 1H) . 7. 5 4 (s, 1 H) , 7. 3 1-7. 2 4 
(m, 4H) , 7. 12-6. 97 (m, 9H) , 4. 78 (dd, 
J = 4. 4, 5. 8Hz, 1H), 4. 03 (dd, J=5. 8. 1 
io 4. 6Hz, 1H) . 3. 8 4-3. 4 8 (m, 5H) , 3. 03 

(d, J = 14. 6 Hz, 1H), 2. 65 (d, J = 1 4. 6Hz 
, 1H) , 2. 2 8 (s. 3H) , 1. 19-1. 0 7 (m, 6H) 
[HM7 9] (RS) -1- (2, 2-i?xF^«>xf;l/) -3- (N' - (4 
h+i/7i-^ u-r K) -3- ( (4->f^7xx;i/) 7Sy#;i/* 
15 «=:,M -1- y K U 2 > 

Rf = 0. 23 (n-^Hfv/B^if^l/1) 
NMR (CDC 1 s ) 

6 8. 3 3 (s, 1H), 7. 3 3-6. 9 5 (m, 1 2H) . 6. 6 
7 (d. J=8. 8Hz, 2H) , 4. 76 (dd, J=4. 5, 5 
20 . 9Hz. 1H), 4. 04 (dd. J=5. 9, 14. 1Hz, 1 

H) , 3. 79-3. 4 8 (m. 5H) , 3. 70 (s. 3H) . 2 
. 9 5 (d. J = 14. 6 Hz. 1H) . 2. 5 6 (d, J = 14. 
6Hz. 1H). 2. 29 (s. 3H) . 1. 15 (t, J = 6. 9 
Hz. 3H) . 1. 1 0 (t, J =6. 8 Hz, 3H) 
25 MS (m/e) 560 (M + ) , 5 1 4, 3 65. 2 1 7. 1 0 3 

[^WJ8 03 (RS)-l-(2. 2-^h + ->xf^)-3-((4-^ 
^;l/7x-;l/) 7S Sfj/W-ZUMf-A,) -3- (N' -i/9w\*i/A/V 
K) >T>K'j>-2-:*> 
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R f = 0. 25 (n-^t>/»»if/l/=2/l) 
NMR (CDC 1 s ) 

6 8. 14 (s, 1H), 7. 38-6. 93 (m, 9H), 6. 80 
(s, 1H), 4. 8 0-4. 7 5 (m. 1 H) , 4. 12 (dd. 
J=5. 8. 14. 6Hz, 1H), 3. 7 8-3. 3 4 (m, 6H 
) , 2. 9 4 (d. J = 14. 6 Hz, 1 H) , 2. 4 5 (d. J = 
14. 6Hz, 1H). 2. 31 (s, 3H). 1. 95-1. 48 
Cm, 6H) . 1. 38-0. 92 (m. 10H) 
MS (m/e) 5 3 6 (M + ) , 49 0. 46 2, 391, 103 

imnmu crs)-i-(2. -3- c u-* 

f;i/7i-;i/) Tty*;^-;^^) -3- (N' - (3->Wx^) 

NMR (CDC 1 8 ) 

5 8. 3 9 (s, 1H) . 7. 3 4-6. 9 7 (m, 13H) , 6. 7 

5 (d, J = 6. 8Hz, 1H), 4. 79 (dd. J = 4. 4. 5 

. 9Hz. 1H). 4. 01 (dd. J = 5. 9. 14. 4Hz, 1 
H) . 3. 8 4-3. 4 6 (m, 5H) . 2. 9 8 (d, J = 14. 

6Hz, 1H). 2. 59 (d. J = 14. 6Hz, 1H). 2. 3 

0 (s. 3H). 2. 19 (s. 3H) , 1. 16 (t, J = 6. 8 
Hz, 3H) ,1.11 (t. J = 6. 8Hz, 3H) 

MS (m/e) 544 (M + ) , 498. 47 0. 43 7, 365. 292. 

1 57. 1 03. 7 5 

[HWJ82] (RS) -1- (2. + -3- (N* - (4 

-7Wo7x-;v) i"f K) -3- ( (4-^ f-A^x— TUij^ 

NMR (DMSO-de) 

5 9. 27(s, 1H). 7. 62(s. 1H), 7. 40-6. 86 
(m. 13H). 4. 71 (dd. J=4. 6. 5. 6Hz. 1H) 
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. 3. 86 (dd. J=5. 6. 14. 2Hz, 1 H) . 3. 70- 
3. 35 (m. 5H), 2. 84 (d, J = 15. 2Hz, 1 H) , 

2. 50 (d. J = 1 5. 2Hz, 1H), 2. 24 (s, 3H), 
1. 11 (t, J=6. 4Hz, 3H). 1. 07 (t. J=6. 4 

5 Hz. 3H) 

MS (m/e) 548 (M + ) . 502, 3 6 5, 292, 1 5 8, 1 0 3, 
75 

mnms3i crs) -3- cn- - (2-^^7x-^) * w f) -1 

- (2, 2-yxh + *>if-^) -3- ( (4->f^7x-;V) TiJijJ^ 
10 +)V) 4 y KU >-2-*> 

NMR (DMSO-de) 

5 9. 8 5 (s. 1H), 8. 63 (s, 1H), 8. 15 (s, 1H 
), 7. 83 (d, J=7. 3Hz, 1H). 7. 38-6. 88 
(m, 1 1H) , 4. 7 0 (dd, J = 4. 9. 5. 4 Hz, 1 H) 
is , 3. 84 (dd, J«5. 4, 13. 7Hz, 1H), 3. 70- 

3. 3 7 (m. 5H) , 2. 9 7 (d, 14. 6 Hz, 1H) . 2. 
61 (d, J = 14. 6Hz, 1H), 2. 23 (s. 3H) , 1. 
07 (t. J = 7. 3Hz, 6H) 

MS (m/e) 56 4 (M 4 ) , 49 0. 36 5, 29 2, 173, 103. 
20 7 5 

[HJS0J84] (RS)-l-(2. 2-'^h*5/x^)-3-((4-^ 
f;i/7x-;i/) 7$ Jijfi/#-A/**A/) -3- CN' -7x-;^KK) * 
> FU >-2-*^ 
NMR (CDC 1 3 ) 

25 5 8. 5 8 (s, 1H) , 7. 4 6 (s, 1H) , 7. 3 1-6. 8 4 

(m, 14H). 4. 77 (dd, J = 3. 9. 5. 9Hz. 1 H) 
. 4. 00 (dd. J=5. 9. 14. 1Hz. 1 H) , 3. 82- 
3. 46 (m, 5H). 2. 99 (d. J = 14. 6Hz, 1 H) , 
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2. 67 (d, J = 14. 6Hz, 1 H) , 2. 27 (s, 3H), 
1. 13 (t. 5 = 1. 3Hz. 3H). 1. 10 (t, J = 7. 3 
Hz, 3H) 

MS (m/e) 5 3 0 (M + ) . 365. 292. 217. 158. 103. 
75 

[Jtlfcffl8 5] CRS) -1- (2. 2-$>xh*$/x*-*) -3- (N* - (3 
^.>7i-/i/) SU>f K) -3- ( 7^ y 

f > K 'J 2 -* > 
NMR (CDC 1 s ) 

6 8. 2 4 (s, 1H) . 7. 3 5-6. 9 1 (m. 12H) , 6. 7 
3 (d. J = 7. 3Hz. 1H). 6. 50 (dd. J = 2. 4. 7 
. 8Hz, 1H). 4. 79 (dd. J=3. 9. 6. 3Hz, 1H 
). 3. 98 (dd. J = 6. 3. 14. 1Hz. 1H). 3. 86 
-3. 52 (m. 5H). 3. 67 (s. 3H) . 2. 98 (d, J 
= 14. 6Hz. 1H), 2. 54 (d. J = 14. 6Hz. 1H) 
, 2. 30 (s. 3H). 1. 18 (t. J=6. 8Hz. 3H) . 
1. 10 (t. J = 6. 8Hz, 3H) 
MS (m/e) 56 0 (M + ) . 36 5. 35 0. 292. 217, 14 9. 
103. 75 

[£11098 6] (RS) -1- (2. 2-^xf + 5/if;l/) —3— (N* -a 
f-;l/tfl"f K) -3- ( (4->Wti/l/) TU 

NMR (CDC 1 3 ) 

6 7. 9 7 (s, 1H) , 7. 3 7-6. 8 8 (m, 9H) , 4. 7 9 
(dd. J =3. 9. 6. 3 Hz. 1H) . 4. 57 (br, 1 H) . 
4. 09 (dd. J=6. 3. 14. 6Hz. 1 H) . 3. 74-3 
. 5 2 (m. 5H) . 3. 11-3. 0 5 (m. 2H) . 2. 9 4 
(d. J = 14. 6Hz, 1H). 2. 44 (d. J = 14. 6Hz 
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. 1H), 2. 32 (s, 3H) , 1. 18 (t. J = 7. 3Hz. 
3H), 1. 14 (t. J=6. 8Hz, 3H), 1. 02 (t. J 
= 7. 3Hz, 3H) 
MS (m/e) 4 8 2 (M + ) , 416, 408, 216. 103. 75 
5 8 7] (RS) -3- (N' - (4-x^</^l/»7x-^) * 

u ^ _ i _ (2, 2-^x h*:/x^;u) -3- ( (4-yWx-;i/) 

NMR (CDC 1 3 ) 

6 8. 16 (br, 1H), 7. 79 (d, J=8. 8Hz. 2H) . 
io 7. 4 9-6. 9 7 (m. 12H) , 4. 8 1 (dd. J = 4. 9. 

6. 3Hz, 1H), 4. 30 (q. J = 7. 3Hz, 2H). 4. 
02 (dd. J = 6. 3. 15. 1Hz. 1 H) . 3. 89-3. 5 
7 (m. 5H). 3. 02 (d, J = 14. 6Hz. 1H). 2. 5 
7 (d, J = 14. 6Hz, 1H). 2. 30 (s, 3H). 1. 3 
15 4 (t, J=7. 3Hz, 3H) , 1. 19 (t, J=6. 8Hz. 

3H) ,1. 12 (t, J = 7. 3Hz. 3H) 
MS (m/e) 602 (M + ) . 365. 146. 120. 103. 75 
[HJte0J8 83 (RS)-l-(2. + -3- ( (4-^ 

f;v7x-;v) r z -3- (N* - (2-^f;i'7x-;i') 

20 $1,4 K) 4> KU >-2-*> 
NMR (DMSO-de) 

5 9. 86 (s. 1H). 8. 28 (s. 1H). 7. 80 (s. 1H 
). 7. 52 (d. J = 8. 3Hz, 1 H) , 7. 39-6. 79 
(m, 11H), 4. 71 (dd, J = 4. 9. 5. 4Hz. 1H) 
25 , 3. 85 (dd, J=5. 4, 14. 1Hz, 1H), 3. 70- 

3. 3 7 (m. 5H) . 2. 9 3 (d. J = 14. 6 Hz, 1H) , 
2. 55 (d. J = 14. 6Hz, 1H). 2. 25 (s. 3H), 
2. 17 (s, 3H). 1. 10 (t. J = 6. 8Hz, 3H), 1 
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. 0 7 (t, J = 6. 8Hz, 3H) 
[H»J8 93 (RS) - 3- (N* - (3-^o;i/7x-;i/) $ l/>f K) -1 
- (2. 2-^^^^) -3- ( (4-y f^7i-;l/) 7;;*;l/# 

5 NMR (DMSO-de) 

6 9. 9 7 (s, 1H). 9. 49 (s, 1H), 7. 76(s, 1H 
), 7. 54 (s, 1H). 7. 41 (d. J = 8. 3Hz. 2H) 
. 7. 24-6. 8 9 (m. 9H) , 4. 75 (dd. J=4. 3, 
5. 9Hz. 1H), 3. 86 (dd, J = 5. 9. 14. 2Hz, 
io 1H) , 3. 7 6-3. 5 1 (m, 5H) , 2. 8 4 (d, J = 15 

. 2Hz, 1H). 2. 09 (d, J = 15. 2Hz, 1 H) , 2. 
26 (s, 3H), 1. 14 (t, J=6. 8Hz. 3H) , 1. 0 
8 (t, J = 6. 8Hz, 3H) 
[HWJ9 0] (RS) -1- (2, 2-^xK , >^) -3- (N' - (2 
15 -/ h^^7x-;w) <7 u-r K) -3- ( (4-^Wx-;v) 71 J* M 

NMR (DMSO-d«) 

8 9. 80 (br, 1H), 8. 44 (s, 1 H) , 7. 95 (s, 1 
H) . 7. 79 (d. J = 8. 3Hz. 1 H) , 7. 35-6. 71 
20 (m. 11H), 4. 70 (dd, J=5. 0, 5. 0Hz, 1H) 

, 3. 92-3. 42 (m, 6H) , 3. 84 (s, 3H) , 2. 9 
4 (d, J = 14. 4Hz, 1H), 2. 60 (d, J = 14. 4H 
z, 1H) . 2.. 23 (s. 3H) , 1. 08 (t. J = 7. 3Hz 
, 6H) 

25 MS (m/e) 56 0 (M + ) , 5 1 4, 3 9 2. 3 6 5, 1 7 3, 1 5 8. 
1 30, 1 03. 75 
0116019 1] (RS) -1- (2, 2-$>ih*5/x*7i0 -3- ( (4-* 
f^7x-/l/) 7 % J t) f-;l/) -3- (N* - (4--ho7x-;l/) 
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NMR (DMSO-de) 

5 10. 03 (d. J = 10. 2Hz, 2H), 8. 04 (t, J = 9 
. 3Hz, 3H) .' 7. 53-6. 89 (m, 10 H), 4. 74 
(dd, J=5. 3, 5. 9Hz, 1H), 3. 89 (dd, J = 5 
. 9. 14. 2Hz. 1H). 3. 7 2-3. 5 0 (m. 5H) , 2 
■. 86 (d. J = 1 5. 1Hz, 1H), 2. 51 (d, J = 15. 
1Hz, 1H), 2. 26 (s, 3H). 1. 13 (t. J = 6. 8 
Hz, 3H), 1. 09 (t. J = 7. 3Hz, 3H) 
[HWJ9 23 (RS) -3- (N* - (4-*>ry7i-;l/) K) -1 

- (2. + -3- ( (4-^f/l'7xi;V) TlJIifrtf 
-fr* f-;u) > KU >— 2 

NMR (CDC 1 s ) 

d 8. 05 (s, 1H) , 7. 89(s, 1H), 7. 57(s, 1H 
), 7. 37-6. 98 (m. 12 H). 4. 82 (dd, J=3. 
9. 6. 3Hz, 1H), 4. 07 (dd. J=6. 3, 15. 2H 
z, 1H) , 3. 8 7-3. 54 (m, 5H) , 3. 09 (d. J = 
14. 6Hz, 1H), 2. 58 (d, J=14. 6Hz, 1H), 
2. 30 (s, 3H), 1. 20 (t, J = 7. 3Hz, 3H), 1 
. 14 (t. J = 7. 3Hz, 3H) 
[H»J93] (RS) -1- (2. + -3- (N* - (3 

- h >j7;vto^Wx-;v) <)W K) -3- ( (4-^Wx-;v) 7 
^ y a>ne.=./M *)V> J y K y y- 2 > 

NMR (CDC 1 8 ) 

5 8. 32(s. 1H), 7. 62(d, J=4. 4Hz, 2H). 7 
. 4 3 (s, 1H) , 7. 3 4-6. 9 7 (m, 11H) , 4. 8 1 
(dd, J=3. 9. 5. 9Hz, 1H), 3. 9 6-3. 5 7 (m 
. 6H). 3. 07 (d. J = 14. 6Hz, 1H). 2. 62 (d 
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. J = 1 4. 6Hz, 1H). 2. 2 9 (s. 3H), 1. 19 (t 
, J = 6. 8Hz. 3H), 1. 09 (t. J=7. 3Hz. 3H) 
[f&H6W9 4] (RS) -1- (2. 2-^^->^) -3- (N' - (3 
-7Mo7x-^) <>KK) -3- ( 75y*;U# 

NMR (CDC 1 3 ) 

5 8. 4 6(s. 1H) , 7. 6 8(s. 1H) . 7. 3 5-6. 9 3 
(m. 11H). 6. 79 (d. J=7. 8Hz, 1 H) . 6. 55 
(split-t, J = 8. 8Hz. 1H). 4. 79(dd. J = 
io 3. 9, 5. 9Hz. 1H). 3. 98 (dd. J = 5. 9. 14. 

4Hz, 1H) . 3. 8 8-3. 4 9 (m. 5H) . 3. 04 (d, 
J = 14. 6Hz. 1H), 2. 66 (d. J = 14. 6Hz. 1H 
). 2. 28 (s. 3H). 1. 16 (t. J = 7. 3Hz. 3H) 
, 1. 1 1 (t. J = 7. 3Hz. 3H) 

15 innmssi (rs> -i- (2. -3- (N' - (4 

- h ^^pyf^x-zl') £ W K) -3- ( (4-^Wx-;i/) 7 

Rf=0. 4 3 (n-^+tf^/ftKx^l/^l/l) . 

NMR (DMSO-de) 
20 6 9. 9 9 (s. 1H) , 9. 7 1 (s, 1H) . 7. 8 4 (s, 1H 

) , 7. 48-6. 8 9 (m. 12H) . 4. 74 (dd. J = 3. 
2. 5. 8Hz, 1H). 3. 88 (dd. J = 5. 8, 13. 6H 
z. 1H) . 3. 7 2-3. 5 1 (m. 5H) . 2. 8 6 (d. J = 
13. 7Hz, 1H). 2. 51 (d. J = 13. 7Hz. 1H). 
25 2. 2 6 (s. 3H). 1. 13 (t. J = 7. 3Hz. 3H) . 1 

. 09 (t. J = 7. 3Hz. 3H) 
[IM 9 6] (RS) -3- ( (4->Wx^) 7 S y 
_3_ (n« - (4-^Wi-yl/) VUJ K) -1- (2. 



-85- 



WO 94/19322 



PCT/JP94/00235 



(RS) -1- (2, 2-^h*->i^) ~3- ( (4->^7i-;i/) 
7^y -3- (N' - (4->Wi-^) Ot/^F) >r 

> KU >-2-*> (0. 4 11 g) cy^^D^V-;!/ (5 OmL) mtti 
5 ^5 h^x>x;U*>^ (l.Orag) £2jd;U fi^«Kl*2NHHHinf!!ia«EL^o 

$x^;l/=3/lT*§8i£) T»SS!UT0. 3 9 4 g©Mft£«H£l3fc OK* 9 

1%) o 

Rf = 0. 64 (^t>/Rii^I/=l/l) : 
10 NMR (CDC 1 3 ) 

6 8. 5 5 (s. 1H) , 7. 3 5-6. 8 0 (m. 14H) . 4. 7 
4 (dd, J = 4. 4. 5. 4Hz, 1H). 3. 99 (dd, J = 
5. 4, 14. 6Hz, 1H). 3. 75 (dd. J = 4. 4. 14 
. 6Hz, 1H) , 3. 68-3. 3 2 (m. 4H) . 2. 95 (d 
15 . J = 14. 6Hz, 1H). 2. 62 (d. J = 14. 6Hz, 1 

H) . 2. 2 9 (s, 3H) . 2. 2 0 (s, 3H) , 1. 6 2-1 
. 3 8 (m, 4H) . 0. 9 1-0. 7 0 (m, 6H) 
[H&0I9 73 (RS) -1- -3- ( 

;iO 7U*^-;i/>f;i/) -3- (N* - (4->f^7x-;i/) tfi/>f K) 
20 'f > KU >-2-*> 

(RS) -1- (2, -3- ( (4-^f;l/7x-^) 

7$;*/i/#i^f/P) -3- (N' - (4-^^;P7x~;P) $i/>r K) >f 
>K'J>-2-*> (4. 3 2g) ©7-feh> (5 OmL) ««[(:ttft (2N, 
5mL) £itajig£&£M-C2B#ra»#Ufco 
25 »45IU i-fK«LT2. 9 4g0«Hft£«5**§fc OR*7 9 
X) o 

NMR (DMSO-de) 

5 10. 03 (s, 1H), 9. 66 (s, 1 H) . 7. 70 (s. 1 
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H), 7. 43 (d, J =8. 2Hz, 2H), 7. 28-6. 81 
(m, 11 H), 4. 7 6 (d, J = 18. 0Hz, 1H), 4. 5 
8 (d, J = 18. 0Hz. 1H), 2. 87 (d, J = 1 4. 8H 
z. 1H). 2. 58 (d. J = 14. 6Hz). 2. 26 (s. 3 
5 H) . 2. 1 8 (s, 3H) 

mmmQSl (RS) -3- ( rsy^i/tf-zMf- 

;l/) -3- (N' - «7U>f K) -1- ( (2. 5-** 

(RS) -l- (if«/KWf;i/) -3- ( (4-^f;V7x-;i/) tzj*ji< 
io tc^M^) -3- (N* - (4-^Wi-;l/) ^WF) 

2-tf> (0. 294g) 0h;ux> (5 0mL) iii:xf 1/>^'J (0 
. 5mL) t^'7h;l/i^M>i (lOmg) ^iDX.^o £lCT£5rr*7k 

15 <>ij^y/i/*5A^o7h^7-f - (^if>//^x^^=2/i) -vmu 

hX 0 . 2 2 0 g cD£3®tt£!fel£*i*: (©* 6 8 %) „ 
NMR (DMSO-de) 

8 9. 94 (s. 1H). 9. 15 (s. 1 H) . 7. 62 (s. 1H 
). 7. 41 (d. J = 8. 2Hz, 2H), 7. 27-7. 01 
20 (m, 7H), 6. 99-6. 8 5 (m, 3H) , 5. 15-5. 0 

3 (m, 1H) , 4. 0 5-3. 6 3 (m, 6H) , 2. 8 3 (d, 
J = 14. 3Hz. 1H). 2. 47 (d, J = 14. 3Hz, 1H 
) . 2. 25 (s. 3H) , 2. 17 (s, 3H) 
H»J9 9-10 1 

[HM 9 9] (RS) -1- (2, 2-*'0£?o*S/i3 L ;l') -3- ( (4 
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7;;*^-^f^) -3- (N* - (4-^^7i 
*J \s4 F) * > K y >- 2 -tf > 
NMR (DMSO-d 6 ) 

<5 9. 9 0 (s, 1H) , 9. 1 1 (s, 1H) , 7. 6 0 (s, 1H 
5 ), 7. 45-6. 85 (m, 2 2 H) . 5. 03(dd, J = 5. 

1. 6. 8Hz, 1H). 4. 71 (d. J = 1 1. 7Hz, 2H) 
, 4. 61 (d. J = ll. 7Hz, 2H), 4. 10-3. 83 
(m. 2H), 2. 84 (d. J = 1 4. 8Hz, 1 H) . 2. 51 
(d. J = 14. 8Hz. 1H), 2. 25 (s. 3H), 2. 17 
io (s. 3H) 

[Hif60iJlOO] (RS)-l-(2. 2-^ -3- ( (4- 

^f;V7x-W 75;*Mi;Mf^) -3- (N' - 
l/'f K) > K »J 2 - * y 

NMR (DMSO-de) 
15 5 9. 9 6 (s, 1H) . 9. 15(s. 1H),7. 63(s. 1H 

), 7. 41 (d, J=8. 2Hz. 2H), 7. 30-7. 00 
(m, 7H) , 7. 0 0-6. 8 0 (m. 3H) , 4. 6 3 (dd, 
J = 4. 3. 5. 9Hz. 1H), 3. 91 (dd. J = 5. 9Hz 
. 14. 3Hz. 1H). 3. 69 (dd. J=4. 3Hz, 14. 
20 3Hz. 1H) , 3. 36 (s. 3H) . 3. 34 (s. 3H) . 2 

. 86 (d. J = 14. 3Hz. 1H) 
[fdHWlOl] (RS) -3- ( (4->Wx-;i/) 7$y*/M?-;io* 
f-fr) -3- (N* - K) -1- ( (2. 6-v 5 

3. 5-^yf;i/ , >^n^^;i') 4 >\ t V>-2-*> 

25 NMR (CDC 1 s ) 

5 8. 4 6 (s. 1H) , 7. 3 3-6. 8 0 (m, 1 4H) , 4. 8 
3 (dd. J = 4. 9. 4. 9Hz. 1 H) . 4. 12 (dd. J = 
4. 9. 14. 3Hz, 1H) . 3. 78 (dd. J=4. 9. 14 
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. 3Hz, 1H). 3. 62 (br. 2H), 2. 99 (d, J = l 
4. 6Hz, 1H), 2. 68 (d. J = 14. 6Hz, 1 H) , 2 
. 26 (s, 3H), 2. 19 (s. 3H). 1. 50-0. 95 
(m. 8H) 

5 [H$j0JlO2] (RS) -1- xf;l/-3- ( (4-> 

f;P7x-;l') 7 i J fiJlX-fr*?*) -3- (N' - (4-^fvl/7x-;i/) 

K) -< >k>;>-2-*> 
(RS) -1- (*;i/5;Mf-;i') -3- ( (4->f-;U7x-;u) 7XJii)\< 
tf-jvtm) -3- (N* - (4->Wi-;P) *l/>r K) >f ^ KU >- 
10 2-*> (0. 439) ©^^^-^ (15mL) ^tcmST*y^;U7i>7K 
^(4 0%s lmL) h »J 7;l/*ngfclre7 CtHSffL 

t:'&, : s7 j j* (o. 3 0g) *&mLK.o &m&m*m 

15 ;l/*7A^D7h^77>f- (^■9->/ / SK^^^=l/l-c^Hi) 
TO. 3 9g©*«ft£4S9*»fc OCT 9 0%) 0 
NMR (CDC 1 3 , £&£<fcl/T) 

5 9. 10-8. 75 (br, 1 H) . 7. 95-7. 5 0 (br. 2 
H) . 7. 3 0-6. 6 5 (m, 12H) , 4. 15-3. 7 0 (b 
20 r, 2H) , 3. 10-2. 3 8 (b r, 7H) , 2. 2 4 (b r s 

. 3H) . 2. 16 (br s, 3H) 
[HWJ1 0 33 (RS) -3- ( (4-/ f-^y x-;iO 7SVrt/u#->M 
tVP) -3- (N* - (4-^f^7x-^) $ W K) -1- (2- (l-£ 
^U^;l/) x^;i/) >r>KU>-2-^> 

zzhMmmtemi0 2tmn®wiftZft^Mmit&V}zmmLfz or* 6 3 

%) o 

NMR (CDC 1 8 ) 
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6 9. 10(s. 1H), 8. 04 (s, 1H), 7. 7 3 (s. 1H 
) , 7. 4 0-6. 7 0 (m. 12H) . 4. 10 (br, 2H) . 
3. 10 (br, 8H) . 2. 23 (br, 3H), 2. 20 (br 
, 3H) 

5 mum 043 (rs) -l- (2->Mf-;i/Ts yxf-AO -3- ( u- 

;u) tfl/>f K) -OKU >-2-*> 

10 NMR (DMSO-de) 

5 9. 92 (s. 1H) , 9. 13 (s, 1H) . 7. 57 (s. 1H 
). 7. 40 (d, J=8. 4Hz, 2H), 7. 30-6. 86 
(m. 10H). 3. 9 9-3. 5 8 (m, 2H) , 3. 60-3. 
10 (m, 1H) . 2. 8 2 (d. J = 14. 6 Hz, 1 H) , 2. 
15 70-2. 35 (m, 2H),2. 28(s. 6H),2. 25(s 

, 3H) , 2. 1 8 (s. 3H) 
IflJfeflJl 0 53 (RS) -3- ( TUtiM—fr* 
i-JV) -3- (N f - (4->Wx-;l/) tfi/-r K) -1- (2. 2-h*x 

20 (RS) -1- (2. 2-^ih*'>if^) -3- ( (4-^Wx-;i/) 
7 5 y*-M?.=JM?\rt') -3- (N' - *W K) -f 

> KV >-2-*> (0. 5 3 8 g) (DVpujVS (3 OmL) M 
»o^w/^*^>*-lO , =^^ft»^*^x^/ujt- 

f^S# (0. 3 OmL) fciniU I^^ISt'l^Ij$bt 0 RJ6«£5> 
25 $ uu / & ^TftSR b 1 &SE*ttft* h U * AtK^^ t*"C0^ft# U W$JI 

/lTft#LT0. 4 95 gO«jB^«I*»^: OR*9 1K)o 
Rf = 0. 4 8 (^**>/ftKxf-^/=l/l) : 
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NMR (DMSO-ds) 

6 10. 02 (s. 1H), 9. 19 (s. 1 H) , 7. 65 (s. 1 
H) , 7. 5 2-6. 8 3 (m, 12H), 4. 3 0-3. 9 4 (m 
\ 2H). 3. 85(dd, J=6. 4. 14. 2Hz, 1H), 2 
. 86 (d, J = 14. 2Hz, 1H), 2. 54 (d. J = 1 4. 
2Hz, 1H) , 2. 25 (s, 3H) , 2. 20 (s, 3H) , 2 
. 1 7 (s, 3H) , 2. 1 3 (s, 3H) 
[Hlfe0jlO63 (RS) -1- (2, 2-t*x (x^;u^*) -3- 
( (4-^^x-;i/) 7^ ^;i/) -3- (N' - (4-^f- 

;i/7x-;i/) tfi^f K) >f>F , ;>-2-*> 
(RS) -1- (2. 2-^^>>i^) -3- ( 
T ^ J iifrtf-A/tl-fr) -3- (N' - (4->f^7x-;l/) K) >T 
> KU >-2-^> (0. 5 12 g) <DV9u)V* (3 OmL) ^mK> ^ 

(0. 8mL) t=&>>itlZomP^ ! f->l<*-TJl'ftW 
(0. 3 OmL) fcEfciniU S^«l*M"Cl^Iffl«»bfco RJ«£1&£ 

u^e 1/1 lt o . 5 4 2 g ®Mft 

^«f*ftfc (W10 0%) o 

R f =0. 6 2 (n-'s+U-^/SlF&^^l/l) : 

NMR (DMSO-de) 

6 10. 00 (s, 1H) , 9. 17(s. 1H), 7. 64(s, 1 
H) . 7. 43 (d, J = 8. 2Hz, 2H) . 7. 30-6. 78 
(m, 10H) . 4. 3 8-4. 2 6 (m, 1H) , 4. 14-3. 
79 (m, 2H) . 2. 86 (d. J = 14. 8Hz. 1H) . 2. 
7 5 (q, J = 7. 3 Hz, 2H) , 2. 69 (q. J = 7. 3Hz 
. 2H) , 2. 38 (d. J = 14. 8Hz, 1H), 2. 26 (s 
. 3H) . 2. 17 (s, 3H). 1. 23 (t, J = 7. 3Hz, 
3H) , 1.17 (t, J = 7. 3Hz, 3H) 
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mmmioii crs) -3- (xh^^w:-;Mf^) -1- (2. 2 

->?x|>^«>xf^) -3- (N* - ^Uf K) -r>K 

(RS) -1- (2. 2-^F + '>xf;i/) -3- (N* - (4-^;U7x 
5 — ^ l/-f K) -OKU >-2-*> (7. 50g) ©Kft^^^^** 
•>K (lOOmL) »«!C*y>A-t e r t -T* h**> K©ft*5M f-frX/U 
**->K*tt (1M, 20mL) £E^£fflmTm&T*JOX.> d©M£^£30 
»a^«^o*ftif?if-;i/ (2. 3 0mL) f-;ux;u**-> K (2 0 

mL) 8»*ITLfc. £©Rfctt£IMT3 0a«#U *£**in*.*-^ 

Tffi$5!LT8. 2 1 gOiM^^ifc (W9 0%) o 
NMR (CDC 1 3 ) 

6 7. 3 4-7. 24 (m, 2H) . 7. 19-6. 9 5 (m, 7H) 
15 . 6. 76 (s, 1H), 4. 76 (dd. J = 4. 6, 5. 9Hz, 

1H). 4. 16-3. 95 (m, 3H) , 3. 89-3. 50 (m, 
5H) . 2. 9 3 (d. J = 15. 4 Hz, 1H) . 2. 5 9 (d, 
J = 15. 4Hz, 1H), 2. 26 (s, 3H) . 1. 23-1. 
1 0 (m, 9H) 

20 [HWJ1 0 83 (RS) -1- (2. 2-^xh^«>xf;l/) -3- (h Ko 

*s/*>M?-;Mf'/i') -3- (N* - (4->f-;w7i-;i/) f H K) 

K'J >-2-Jl*^ 

(RS) -3- (xh**>#;M-:-/M^;l') -1- (2, 
;U ) -.3- (N' - (4-^^;P7x-;V) <)HK) -f^KU>-2-*> (8 
25 . 21g) <D*9J-fr (lOOmL) SttirSfi-C^aft*'^^ (85%. 
2. 0g) (3 0mL) £in;U fi£tt*6i#ll8»#l/e«Ufco 
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A±TS£«&*«l/r6. 6 3 gO«^t(iK$8 6J())o 
NMR (CDC 1 3 ) 

6 7. 7 4 (s. 1H), 7. 35-6. 7 0 Cm. 10 H) , 4. 7 
3 (dd, 3 = 4. 4, 5. 9Hz, 1H), 4. 01 (dd. J = 
5 5. 9, 14. 6Hz, 1H) . 3. 8 6-3. 3 8 (m. 5H) . 

2. 90 (d, J = 15. 9Hz, 1 H) . 2. 65 (d, J = 15 
. 9Hz, 1H). 2. 18(s, 3H), 1. 13 (t. J =6. 
8Hz. 3H), 1. 08 (t. J = 6. 8Hz, 3H) 
[#dfe0Jl 09] (RS)-l-(2. 2-^h*->^) -3- ( ( (N 

io -y^/v) - (N-7x-/i/) 7^y) *^jK-;i/>f-;W -3- (N* - (4 

(RS) -1- (2. 2-xh*->ifA/) -3- (kKn + i'^^-^yf 
,1,) _ 3 _ ( N « - (4-^;i/7xi;V) fKK) -OKU >-2-*> (0 
. 360 g) &V9vA'*9> (50mL) CfcfrU 4-^^W^b''J 

15 y> (0. i80g) ^ O-^^f-A/Tsy^Dtf;!/) -* 

KtSKtS (0. 18 0g) ^ N-^f;l/7-'J>(0. 0 9 5mL) 

20 it»«) TttKUO. 2 7 8 g©«Hft^*fife»*tLT»fc (W6 5 

NMR (CDC 1 s ) 

6 7. 8 3 (s, 1H) , 7. 39-6. 83 (m, 12 H). 6. 6 
3 (br, 2H). 4. 55 (dd, J = 5. 4, 5. 8Hz, 1H 
25 ),3. 87 (dd. J = 5. 8, 14. 2Hz, 1H).3. 75 

-3. 28 (m, 5H) , 3. 24 (s, 3H) , 2. 64 (d, J 
= 14. 6Hz, 1H), 2. 27 (d, J = 14. 6Hz, 1H) 
. 2. 24(s, 3H), 1. 06(t, J = 6. 8Hz. 3H), 
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1. 03 (t. J=6. 8Hz, 3H) 

nm\ no-137 

5 fZo 

[11*08110] (RS)-l-(2. 2-yxK->if^)-3-((4- 
^ h^i/*;l/^7x-;l/) 7 S y *vM?-;M fvU) -3- (N' - (4- 
^;l/7i-;l/) <5K K) > KU >— 2— 
NMR (CDC 1 8 ) 

10 6 9. 03 (s. 1H), 7. 89 (d, J = 8. 8Hz, 2H) , 7 

. 49 (d, J = 8. 8Hz, 2H) . 7. 4 8-7. 26 (m. 4 
H) , 7. 2 6-6. 8 2 (m, 6H) . 4. 7 6 (dd, J =4. 

4. 6. 0Hz, 1H). 3. 99 (dd, J=6. 0Hz. 14. 
3Hz, 1H. 3. 89 (s. 3H) , 3. 8 9-3. 4 0 (m, 5 

15 H) , 3. 01 (d, J = 15. 2Hz. 1H), 2. 75 (d, J 

= 15. 2Hz. 1H). 2. 19 (s, 3H) . 1. 12 (t, J 
= 7. 0Hz, 3H). 1. 09 (t. J=6. 8Hz. 3H) 
[HWJ111] (RS)-l-(2, 2-^xh4«>if;V)-3-((3- 
yf^x-Zl') TZ -3- (N* - (4-^^7i- 

20 /l/) tfl/>f K) 4 > KU ^-2-*> 
NMR (CDC 1 8 ) 

5 8. 5 1 (s. 1H) , 7. 3 5-6. 8 6 (m, 14H) , 4. 7 
7 (dd, J = 4. 4. 5. 9Hz, 1H). 4. 01 (dd, J = 

5. 9. 13. 7Hz, 1H). 3. 8 5-3. 4 0 (m. 5H) . 
25 2. 98(d, J = 14. 3Hz. 1H). 2. 6 4 (d. J = 14 

. 3Hz, 1H), 2. 27 (s, 3H). 2. 20 (s, 3H), 
1. 14 (t. J=7. 4Hz, 3H), 1. 10 (t, J=6. 8 
Hz. 3H) 
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[H160I112] (RS) -1- (2. 2-^F^->if^)-3-((2- 

7$;*^jKi^fA/) -3- (N\- (4->Wx- 
*U>f K) >K'J y-2-*y 
NMR (DMSO-de) 

5 9. 43 (s. 1H). 9. 04 (s. 1H). 7. 56 (s. 1H 
) . 7. 3 4-6. 8 0 (m. 12H) . 4. 7 7-4. 6 5 (m, 
1H) , 3. 86 (dd, J=5. 7, 13. 1Hz, 1 H) . 3. 
76-3. 4 0 (m. 5H). 2. 89 (d, J = 1 4. 3Hz, 1 
H) , 2. 62 (d. J = 14. 3Hz, 1H), 2. 18 (s, 3 
H) . 2. 06 (s, 3H) 

[H*0J113] (RS) -1- (2. 2-^h^^fW-3-(N' - 
(4->Wx^) OU>TK) -3- (n— ^Dh°;WT^7^;U^-^yf- 

NMR (CDC 1 s ) 

6 7. 41 (s, 1H) , 7. 34-6. 9 0 Cm. 9H). 6. 28 
(br.lH), 4. 78 (dd. J = 4. 4Hz, 5. 8Hz, 1 

H) , 4. 00 (dd. J = 5. 8. 13. 7Hz, 1H). 3. 8 
9-3. 4 4 (m. 5H) . 3. 17 (br. 2H) , 2. 8 3 (d 
. J = 14. 8Hz, 1H) , 2. 36 (d, J = 14. 8Hz, 1 
H) , 2. 23 (s, 3H) . 1. 47 (q, J = 7. 4Hz. 2H 
). 1. 18 (t, J = 7. 4Hz, 3H) . 1. 11 (t, J = 7 
. 4Hz, 3H). 0. 86 (t. J = 7. 4Hz, 3H) 

[Hffim 14] (RS) -3- ( (4-^^7x-;W J */MC-;M 

3^1/) -1- (2, + -3- (N' - (4->Wx- 

;i/) VlsJ K) -T>K'J >-2-*> 

NMR (CDC 1 3 ) 

5 8. 7 9 (s, 1H) . 7. 4 0-6. 8 0 (m, 14H) , 4. 7 
4 (dd, J=4. 4, 5. 4Hz, 1H), 3. 98 (dd. J = 
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5. 4. 14. 2Hz, 1H) . 3. 8 0-3. 3 5 (m. 5H). 
2. 98 (d, J = 14. 6Hz, 1 H) . 2. 72 (d. J = 1 4 
. 6Hz, 1H). 2. 19 (s, 3H), 1. 11 (t, J = 7. 
4Hz, 3H) . 1. 09 (t. J=6. 8Hz, 3H) 
5 [H«gffilll53 (RS)-l-(2. 2-^h + ^f^)-3-((4- 
t h^i/7x-^) 75;*^^^) -3- (N* - (4->Wx 

NMR (CDC 1 s) 

6 7. 4 0-6. 6 0 (m, 15H), 4. 75 (dd, J = 4. 8. 
10 5. 8Hz. 1H), 3. 99 (dd, J = 5. 8, 14. 1Hz. 

1H) . 3. 8 8-3. 4 0 (m. 5H) . 3. 64 (s. 3H) . 
2. 86 (d, J=15. 2Hz. 1 H) . 2. 58 (d, J = 15 
. 2Hz, 1H), 2. 27(s, 3H), 1. 17(t, J = 6. 
8Hz. 3H). 1. 13 (t, J = 7. 4Hz, 3H) 
15 [£16011163 (RS) -3- ( (3-xh**>*/P^-/l/^ntr/l/) J 
■h)\,#-)\,*^)V) -1- (2. 2-^x^->i^) -3- (N* - (4- 
/f;i/7x-;V) *W K) OF'J>-2-^ 
NMR (CDC 1 s) 

5 7. 40-6. 70 (m. 10 H), 6. 40 (br. t, J = 5. 
20 7Hz, 1H). 4. 78 (dd. J = 4. 4. 6. 3Hz, 1H) 

. 4. 18-3. 90 (m. 3H) , 3. 8 6-3. 4 7 (m. 5H 
) , 3. 3 8-3. 2 0 (m. 2H) . 2. 7 8 (d. J = 14. 2 
Hz, 1H), 2. 37 (d. J = 14. 2Hz. 1H), 2. 25 
(s, 3H), 1. 9 0-1. 7 5 (m, 2H) , 1. 33-1. 0 
25 5 (m. 11 H) 

[HJ60I1173 (RS) -1- (2. 2-^i^->if;W -3- 

i/T i J ijj^^jv/^jV) -3- (N* - (4-^Wx-;P) Cl/'fK) 
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NMR (CDC l s ) 

6 7. 33-6. 80 (m, 9H). 6. 68 (s, 1H), 6. 62 
(s. 1H), 4. 76 (dd, J=4. 4. 5. 8Hz. 1H), 
3. 98 (dd, J=5. 8. 14. 2Hz, 1H), 3. 86-3 
5 .40 Cm. 5H), 3. 66 (s, 3H). 2. 91 (d. J = l 

5. 0Hz, 1H), 2. 57 (d. J = 15. OHz, 1 H) , 2 
. 28 (s, 3H), 1. 17 (t, J=6. 8Hz, 3H) , 1. 
13 (t, J = 6. 8Hz, 3H) 
[USSfBJl 1 8] (RS)-l-(2. 2-^h + , >i^) -3- ( (4- 

io y h^i/^M-/Mf;V7x-;p) 7 u fifrX-frt^fr) -3- (N* - 

NMR (CDC 1 8 ) 

8 8. 4 2 (s, 1H) , 7. 4 1 (d, J = 8. 4 Hz, 2 H) , 7 
. 28-6. 80 (m, 12 H), 4. 78(dd. J =3. 9. 5 
15 . 7Hz. 1H). 4. 02 (dd, J = 5. 7. 14. 3Hz. 1 

H) . 3. 86-3. 40 (m, 5H) , 3. 69 (s, 3H) . 3 
. 58 (s. 2H) . 2. 94 (d, J = l 4. 6Hz, 1H), 2 
. 55 (d, J = 14. 6Hz, 1H), 2. 23 (s. 3H) , 1 
. 16 (t, J=7. OHz, 3H), 1. 11 (t, J = 6. 8H 
20 z, 3H) 

[HWJ119] (RS) -1- (2, 2-^xh + ->i^) - 3-((2, 
2-i?xh + >>xf;l/) 7 5 J ivm-fr/l-fr) -3- (N' - ik-il-fr 

NMR (CDC Is) 

25 5 7. 35-6. 81 (m, 9H) . 6. 8 0 (s. 1H),6. 20 

(br. 1H), 4. 77 (dd, J = 4. 4Hz. 6. 2Hz, 1 
H) . 4. 49 (t. J=4. 8Hz, 1H), 4. 00 (dd. J 
= 6. 2. 14. 2Hz, 1H). 3. 8 4-3. 2 0 (m, 11H 
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) , 2. 85(d, J = 1 4 . 6Hz, 1 H) , 2. 30(d. J = 

14. 6Hz. 1H), 2. 24 (s, 3H). 1. 30-0. 95 
(m, 12H) 

[HWJ1201 (RS)-l-(2. 2-i?xh + ->xf;l/) -3-((4- 
^•>;V7a-W 7Sy*;M?-;Mf';i>) -3- (N* - (4-^^;U7i 

NMR (CDC 1 8 ) 

6 8. 2 8 (s. 1H), 7. 36-6. 7 5 (m, 14H). 4. 7 
6 (dd, J = 4. 3. 5. 7Hz, 1H). 3. 99 (dd. J = 
5. 7. 13. 7Hz. 1H). 3. 85-3. 4 0 (m, 5H) , 
2. 96 (d, J = 14. 3Hz, 1H), 2. 5 9 (d. J = 14 
. 3Hz, 1H), 2. 53 (t. J = 7. 4Hz, 2H) , 2. 2 
2(s, 3H). 1. 70-1. 42 (m, 2H), 1. 42-0. 
97 (m, 12H) , 0. 87 (t. J=5. 7Hz, 3H) 

[HWJ12 13 (RS) -1- (2. 2-^ih + ^f;l/) -3- (N* - 
U-tf-A/y V \s4 K) -3- ( (4-- hD7x-;V) TiSftJl 

tfsLju* *f-)V) << y K U >- 2 > 

NMR (CDC 1 8 ) 

<5 9. 45(s, 1H). 8. 05 (d, J=9. OHz. 2H), 7 
. 58 (d, J=9. OHz, 2H) , 7. 38-7. 15 (m, 3 
H) , 7. 10-6. 80 (m. 7H) , 4. 77 (dd, J = 4. 
4, 5. 8Hz, 1H), 4. 01 (dd, J=5. 8. 14. 6H 
z, 1H) , 3. 7 9-3. 4 0 (m, 5H) , 3. 06 (d, J = 

15. OHz, 1H), 2. 80 (d, J = 1 5. OHz, 1H), 
2. 20 (s, 3H). 1. 14 (t, J=6. 8Hz, 3H) , 1 
. 10 (t. J = 7. 2Hz, 3H) 

[HWJ1221 (RS)-l-(2. 2-^h + ->xfW-3-((3, 
4-;>Wi-;l/) 7 S J #;M-:^/Mf-;i/) -3- (N' - iA-fif-fr 
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NMR (CDC 1 3 ) 

5 8. 4 4 (s. 1H) . 7. 30-6. 8 5 (m, 13 H), 4. 7 
7 (dd. 5=4. 4. 5. 7Hz, 1 H) , 3. 99 (dd, J = 
5 5. 7. 14. 9Hz, 1H) , 3. 8 5-3. 4 3 (m, 5H) . 

2. 97 (d, J = 15. 2Hz, 1H). 2. 60 (d. J = 1 5 
. 2Hz. 1H), 2. 21 (s, 3H). 2. 19 (s, 3H) . 

2. 16 (s, 3H). 1. 15 (t, J=6. 8Hz, 3H) , 1 
. 10 (t. J=6. 8Hz, 3H) 

10 [Hifcflll 2 33 (RS) -3- ( (3-^o^7x-;i/) 7^^m:-;^ 
tJU) -1- (2, 2-^^->i^) -3- (N' - 

OK K) ^>K'J >-2-*> 
NMR (CDC 1 s) 

5 8. 64 (s, 1H), 7. 58 (s, 1H) . 7. 35-6. 84 
15 (m, 13H). 4. 76 (dd, J = 4. 4. 5. 7Hz. 1H) 

, 4. 02 (dd. J = 5. 7. 13. 7Hz. 1H). 3. 81- 

3. 4 0 (m, 5H) , 2. 9 9 (d, J = 14. 6 Hz, 1H) , 
2. 7 2 (d, J = 14. 6 Hz, 1H) , 2. 2 1 (s, 3H) , 

1. 14 (t. J = 6. 8Hz, 3H), 1. 10 (t, J = 6. 8 
20 Hz. 3H) 

[H«S0J1 243 (RS)-l-(2. 2-5>xh*$/xMO -3- ( (4- 
7Mn7x-;i/) 7;;*;i/t:-;Mf;i/) -3- (N' - 

x;l/) 0 K) > K U >- 2 > 
NMR (CDC 1 8 ) 

25 5 8. 6 0 (s. 1H) , 7. 4 2-6. 8 3 (m, 14H) , 4. 7 

4 (dd, J=4. 3. 5. 7Hz, 1H), 3. 98 (dd. J = 
5. 7, 14. 3Hz, 1H), 3. 80-3. 4 0 (m, 5H), 

2. 95 (d. J = 14. 3Hz, 1H). 2. 67 (d. J = 14 
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. 3Hz. 1H). 2. 21 (s. 3H), 1. 14 (t. J=7. 
2Hz. 3H) . 1. 10 (t. J = 7. 4Hz, 3H) 
[H»J12 5] (RS) -3- ( (4-7W7i-/l/) TiSiiJl/tf-Jl'/ 
fjl) - i- (2, 2-^F + >'^) -3- (N" - (4->f^7x- 
5 ;U) K) -OKU >-2-*> 
NMR (CDC 1 3 ) 

6 8. 3 8 (s. 1H) . 7. 3 5-6. 8 0 (m. 12H) , 6. 5 
3 (d, J = 8. 2Hz. 2H) . 4. 76 (dd, J=4. 4, 5 
. 9Hz, 1H), 4. 01 (dd. J = 5. 9. 13. 7Hz, 1 
10 H) , 3. 8 5-3. 4 0 (m, 5H) , 2. 91 (d, J = 1 4. 

6Hz. 1H). 2. 56 (d, J = 14. 6Hz, 1H), 2. 2 
0-1. 70 (br. 2H), 2. 19 (s. 3H). 1. 14 (t 
. J = 7. 0Hz. 3H). 1. 09 (t, J = 7. 4Hz, 3H) 
[HK5M12 6] (RS) -3- <^5W7 5y;&/^-/Mf-;iO -1- (2 
15 , -3- (N' - (4-^Wi-^) ^ U-T K) >T 

y KU >-2-^> 
NMR (CDC 1 s ) 

6 7. 4 0-6. 8 4 (m. 15H). 6. 63 (t, J=5. 4Hz 
. 1H), 4. 75 (dd, J=4. 4. 5. 7Hz. 1H). 4. 
20 3 3 (d, J=5. 4Hz, 2H), 3. 98 (dd, J = 5. 7H 

z, 14. 3Hz. 1H), 3. 84-3. 3 9 (m. 5H) . 2. 
8 6 (d. J = 14. 6 Hz. 1H) . 2. 4 4 (d. J = 14. 6 
Hz. 1H). 2. 22 (s, 3H). 1. 1 3 ( t . J = 6. 8H 
z. 3H) , 1. 08 (t. J = 7. 4Hz, 3H) 
25 [HWJ127] (RS) -1- (2. 2-v?x^i/xf;l/) -3- ( (4- 
t Ko*i/7x-;i/) 7^y^;i/^-^^5=-;w) -3- (N* - (4->Wx 
-;U) 9WK) > K U >- 2 > 
NMR (DMSO-de) 



-100- 



WO 94/19322 



PCT/JP94/00235 



6 9. 7 2 (s, 1H) , 9. 09 (s. 1H). 9. 07 (s. 1H 
), 8. 13 (s, 1H), 7. 67 (s. 1H). 7. 33-6. 
83 (m, 9H) , 6. 68 (d. J = 8. 8Hz, 1 H) , 4. 8 
1-4. 6 9 (m, 1H) . 3. 8 8 (dd. J =5. 7, 14. 3 
5 Hz, 1H) , 3. 8 0-3. 4 0 (m, 5H) , 2. 80 (d. J 

= 14. 0Hz. 1H), 2. 44 (d, J = 1 4. 0Hz, 1 H) 
, 2. 19 (s. 3H), 1. 16 (t. J=7. 4Hz, 3H) . 
1. 11 (t, J = 7. 4Hz, 3H) 
mtoW12 81 (RS)-l-(2. 2-S>xh*5/x*-;lO -3- ( (4- 
io h »j7;i/^o^f-^7x-;i/) TUii)\'#-)\/t : f-)\<) -3- (N* - (4- 
y^;U7x-;iO W K) -OKU >-2-t> 
NMR (CDC 1 3 ) 

6 8. 8 7 (s, 1H) , 7. 56 (dd, J=8. 8Hz, 2H), 
7. 48 (d, J=8. 8Hz, 2H) . 7. 27 (t, J = 7. 8 
15 Hz, 2H) . 7. 18-6. 85 (m, 8H) , 4. 77 (dd. 

J=4. 6Hz. 5. 7Hz, 1 H) , 4. 01 (dd, J=5. 7. 
13. 1Hz, 1H), 3. 83-3. 4 5 (m. 5H) . 2. 99 
(d, J = 14. 8Hz, 1H), 2. 71 (d. J = 14. 8Hz 
. 1H), 2. 22 (s, 3H), 1. 15 (t, J = 6. 8Hz, 
20 3H) , 1. 1 0 (t, J =6. 8Hz, 3H) 

mmmi291 (RS)-l-(2. 2-i?ih + v'xf;V)-3-((3- 
/ h + ->7x-;l') T i J ft ;P?}C— -3- (N' - (4-^W* 

?W F) >f >KU >-2-jj-> 
NMR (CDC 1 3 ) 

25 d 8. 3 5-8. 14 (m, 1 H) . 7. 3 4-6. 9 0 (m, 12H 

), 6. 90-6. 63 (m, 2H), 4. 78 (dd, J=3. 8 
, 5. 7Hz, 1H), 4. 02 (dd, J=5. 7. 13. 7Hz 
, 1H), 3. 77 (s, 3H), 3. 8 5-3. 4 5 (m, 5H) 
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. 2. 97 (d, J = 14. 2Hz, 1H) , 2. 54 (d. J = l 
4. 2Hz, 1H), 2. 24 (s. 3H). 1. 18 (t, J=6 
. 8Hz, 3H), 1. 12 (t, J = 7. 2Hz, 3H) 
CHJfe^i 13 0] (RS)-l-(2. 2-^F*^if^)-3-((4- 
(N, N-^^f-;uT5y) 7x-;u) 7 ^ y *7;u*-;m - 3- (N* 

NMR (CDC 1 3 ) 

5 8. 31 (s, 1H). 7. 33-6. 85 (m. 12 H), 6. 6 
1 (d, J = 8. 8Hz, 2H) , 4. 78 (dd, J=3. 9, 5 
. 7Hz, 1H), 4. 00 (dd. J = 5. 7Hz, 14. 3Hz 
. 1H) , 3. 8 5-3. 4 0 (m, 5H) . 2. 9 4 (d, J = l 
4. 6Hz, 1H), 2. 89 (s. 6H), 2. 55 (d. J = l 
4. 6Hz, 1H), 2. 22 (s. 3H) , 1. 16 (t. J = 6 
. 8Hz, 3H) , 1. 11 (t, J = 7. 4Hz, 3H) 

CHJfe^J131] (RS)-l-(2. 2-yxb^i/xf;i/)-3-((4- 
(N- h 'j7;u^-n^^;i/^;i/^-;u-N->f-;V7 S J) 7x-/u) TxJft 
jutf-ji/rj],) -3- (N* - (4-yWx-/l/) J>b'V> 

NMR (CDC Is) 

6 8. 83 (s, 1H), 7. 54 (d, J = 8. 6Hz, 2H) , 7 
. 3 6-7. 17 (m. 3H) . 7. 16-6. 8 7 (m, 9H) . 
4. 78 (dd, J = 4. 3. 5. 9Hz. 1 H) , 4. 01 (dd 
, J = 5. 9Hz. 14. 2Hz, 1 H) , 3. 8 2-3. 5 0 (m 
, 5H). 3. 29 (s. 3H), 2. 95 (d. J = 14. 8Hz 
, 1H) , 2. 6 6 (d, J = 14. 8 Hz, 1H) , 2. 2 2 (s 
, 3H), 1. 15 (t, J = 6. 9Hz, 3H), 1. 10 (t, 

J = 6. 9Hz, 3H) 
[HJ&0J1 3 23 (RS) -1- (2. 2-yih + '>if^) —3 — (N' - 
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(4-yWx-;i/) K) -3- ( (2-b°'J i it-fr) TlJiifrtf 

NMR (CDC 1 3 ) 

5 8. 42 (d, J = 5. 0Hz, 2H), 7. 79 (br. 1H), 
5 7. 46-6. 80 (m, 11 H) , 4. 84(dd, J=4. 4, 

5. 9Hz, 1H), 4. 04 (dd, J=5. 9Hz, 14. 2H 
z, 1H), 3. 88 (dd, J=4. 4, 14. 2Hz. 1H), 
3. 8 1-3. 4 7 (m, 4H) , 3. 16 (br, 2H) , 2. 2 
0 (s. 3H), 1. 18 (t, J = 7. OHz, 3H) . 1. 14 
10 (t, J = 7. 2Hz, 3H) 

[HWJ1331 (RS)-l-(2, 2-^xh**>if-^) -3- (N* - 
Wx-^) *u-f K) -3- (7x-;i/7U*M:-;Mf^) 

NMR (CDC Is) 
15 5 8. 49 (s, 1H) , 7. 42 (d, J = 7. 8Hz, 2H) . 7 

. 35-6. 8 6 (m. 13H), 4. 77 (dd, J = 4. 4. 5 
. 9Hz, 1H), 4. 00 (dd. J=5. 9, 14. 1Hz. 1 
H) , 3. 8 5-3. 4 0 (m, 5H) . 2. 97 (d, J = 14. 
6Hz, 1H), 2. 64 (d, J = 14. 6Hz, 1H). 2. 2 
20 1 (s, 3H), 1. 14 (t, J = 7. 3Hz, 3H) , 1. 10 

(t, J = 7. 3Hz, 3H) 
[H»J134] (RS)-l-(2, + -3- ( (4- 

(N, N-^x^;l/T^y) 7x-;V) Tiy^M'-^f/l') -3- (N* 

- (4"^Wxi;i/) *u>r K) 4 y ku >-2-*> 

25 NMR (CDC 1 8 ) 

<5 8, 18 (s, 1H) , 7. 3 8-6. 7 7 (m, 12H) . 6. 5 

5 (d. J=9. 4Hz. 2H). 4. 78 (dd, J = 4. 4. 5 

. 8Hz. 1H), 4. 02 (dd, J = 5. 8Hz, 14. 2Hz 
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, 1H) , 3. 85-3. 41 (m. 5H), 3. 29 (q, J=6 
. 8Hz, 4H). 2. 95 (d. J = 1 4. 6Hz, 1H), 2. 
53 (d. J = 1 4. 6Hz, 1H). 2. 21 (s, 3H) , 1. 
2 2-0. 92 (m, 1 2H) 
[HWJ135] (RS)-l-(2. 2-*xh*->xfvl0 -3- ( (4- 

3- (N* - (4-y^7x-;P) K) > KU >-2-'*> 

NMR (CDC 1 8 ) 

5 8. 88 (s. 1H). 8. 27 (s, 1H), 7. 43-7. 12 
(m. 7H) , 7. 12-6. 7 7 (m, 7H) . 4. 7 8 (dd, 
J=3. 9, 5. 8Hz, 1H), 4. 03 (dd, J=5. 8 Hz 
. 14. 6Hz, 1H), 3. 84-3. 39 (m, 5H). 2. 9 
5 (d. J = 14. 8Hz, 1H). 2. 72 (d, J = 14. 8H 
z, 1H) , 2. 1 9 (s, 3H) , 1. 1 4 (t, J = 7. 0Hz 
, 3H) . 1. 10 (t, J = 6. 8Hz, 3H) 

[HJS0I136] (RS)-l-(2. 2-^h + '>xf;i/)-3-(((l 

f-/iO -3- (N' -(4-^f;i/7i-;i/) F) -OKU >-2-*> 
NMR (CDC 1 s ) 

6 8. 9 9 (s, 1H) , 8. 0 1 (d. J = 8. 3 Hz, 1H) , 7 
. 5 4 (s. 1H) , 7. 4 0-6. 8 0 (m, 11H) , 4. 7 9 

(dd, J = 3. 8, 5. 9Hz, 1 H) , 4. 22-3. 94 (m 
, 3H), 3. 88-3. 41 (m, 5H) , 3. 13-2. 86 
(m, 3H). 2. 77 (d, J = 15. 1Hz. 1H). 2. 19 
(s, 3H), 1. 15 (t, J=6. 8Hz, 3H) . 1. 10 
(t, J=6. 8Hz, 3H) 
[HJfe0ll37] (RS)-l-(2. 2-^x^i/xf;l/) -3- ( (5- 

>r > KU;i/7$ y) ) ^/P) -3- (N' - (4-yf^7x-;i/) 
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* 1/4 K) 4 > K»J >-2-*> 
NMR (CDC Is) 

5 8. 72 (s, 1H), 8. 27 (s. 1H), 7. 58 (s, 1H 
). 7. 46 (s, 1H), 7. 33 (s, 1H). 7. 24-6. 
5 7 2 (m, 1 1H) . 6. 3 2 (s, 1H) , 4. 7 9-4. 6 7 

(m. 1H). 3. 99 (dd, J=5. 5Hz, 14. 6Hz. 1 
H), 3. 84-3. 38 (m, 5H) , 2. 87 (d, J = 14. 
6Hz, 1H), 2. 49 (d. J = 14. 6Hz. 1 H) . 2. 1 
3(s, 3H), 1. 08 (t, J=6. 8 Hz, 3H) , 1. 05 
10 (t, J=6. 8Hz, 3H) 

[HWJ1383 (RS)-l-(2. 2-yxh*->xf-;l/) -3- (N* - 

*w K) -3- ( (5-^f-;wt c u K-2--OW) t 

i/* >r y K 'J 2 - * > 

(RS) -1- (2. 2-v>x h*i/x?-;i/) -3- (t Koi/^/V^-zMf 
15 -3- (N' - DU-fK) ^>K»J>-2-ty (0 

. 2 2 3g) OVjufrtfy (15mL) 0° CT4-^>W 

S/fc°U*>(0. 1 4 0 g) <h£ft^;i-x;l/ (0. 0 4 0 mL) *mfrlBtto 
a^«I*0" C"C30#f£#U $bi:4-^^W?yf'J^> (0 
. 070g)t6-T^y-3-t°=JU>(0. 1 3 0 g) £0 e CTflnx.x £ 

- (a,*-* >/ftixf;i/= 2/1 T'&fii) "C«f» b 0 . 1 6 9 g OUMit^ 
Z'&tz (W7 3%) o 
NMR (CDC 1 3 ) 

25 5 9. 0 1 (s, 1H) , 7. 9 8 (d. J = 8. 8 Hz, 1H) . 7 

. 93 (s, 1H). 7. 46(dd. 5 = 2. 6. 8. 8Hz. 1 
H) , 7. 3 0-6. 8 7 (m, 10H) , 4. 7 7 (dd, J = 4 
. 4. 6. 2Hz, 1H), 3. 97 (dd. J=6. 2, 14. 2 
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Hz, 1H). 3. 8 7-3. 4 2 (m, 5H). 3. 06 (d. J 
= 14. 2Hz, 1H), 2. 57 (d. J = 1 4. 2Hz, 1H) 
. 2. 25 (s. 3H). 2. 23 (s. 3H), 1. 14 (t, J 
= 7. 4Hz. 3H) , 1. 11 (t, J = 7. 2Hz, 3H) 

5 mmm 139-145 

HJfe^J 1 3 8X*m^tz6-7i y -3 -tra'J >Oftfc0i:§i©7i>^ll3lg 
BSC*** UTJl^S C <h£Wttfl«j 13 8 £R«0»ttTJHTlw**fc&tt*W 

[&ffi0U3 9] (RS) -3- ( (2-^n;i/7x-;P) 7 5/*;M5-;M 
10 -1- (2, -3- (N' - 

;u) * l"f K) >f > K U 2 - * > 
NMR (CDC 1 3) 

6 8. 15 (d, J=8. 0Hz. 1H). 7. 89 (s. 1 H) , 7 
. 35-6. 85 (m. 13H). 4. 78 (dd, J = 4. 4, 5 
15 . 8Hz, 1H), 4. 02 (dd, J = 5. 8Hz, 14. 3Hz 

. 1H) . 3. 85-3. 4 0 (m. 5H) . 3. 10 (d. J = l 
4. 6Hz. 1H). 2. 62 (d. J = 14. 6Hz, 1 H) , 2 
. 24 (s, 3H), 1. 14 (t. J = 7. 0Hz, 3H) , 1. 
1 2 (t. J = 7. 2Hz. 3H) 
20 [HM5W14 0] (RS)-l-(2. 2-^h + ->xf;l/) -3- (N* - 
(4-^Wxi;v) ?i/>f K) -3- ( (4-tru >^7S >0 
y^;i/) >f > K'j >-2-:*> 
NMR (CDC 1 s ) 

6 9. 68 (s. 1H), 8. 32 (d, J=5. 8Hz, 2H), 7 
25 . 7 3 (s. 1H) . 7. 45-6. 8 0 (m. 1 1H) . 4. 7 7 

(dd. J=4. 6. 5. 7Hz. 1 H) , 4. 02 (dd. J=5 
. 7Hz. 14. 3Hz, 1H). 3. 8 5-3. 4 0 (m. 5H) 
, 2. 99 (d, J = 15. 0Hz, 1H). 2. 74 (d. J = l 
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5. OHz, 1H) , 2. 20 (s, 3H), 1. 14 (t, J = 7 
. 0Hz, 3H), 1. 10 (t. J = 7. 4Hz. 3H) 
[HWJ14 13 (RS) -1- (2. -3- ( (2- 

* i/>r K) >r > k y y- 2 > 

NMR (CDC 1 3 ) 

6 8. 22 (dd, J = l. 4Hz, 7. 8Hz. 1H). 7. 88 
(s, 1H), 7. 4 0-6. 7 5 (m, 13H), 4. 78 (dd 
, J=4. 4, 5. 8Hz, 1H), 4. 03 (dd, J = 5. 8H 
z, 13. 7Hz, 1H), 3. 74 (s, 3H) , 3. 90-3. 
43 (m, 5H) , 3. 12 (d, J = 1 4. 6Hz, 1H) , 2. 
53 (d, J = 14. 6Hz, 1H). 2. 21 (s. 3H) , 1. 
15 (t, J = 7. 4Hz, 3H), 1. 12 (t, J = 6. 8Hz 
. 3H) 

[flife0]142] (RS) -1- (2. 2-v?if^'>ifJl/)-3-((2- 
fcFa ; l 1< >-4-^Wx-;l/) J iifrX-frt i-JV) -3- (N' - (4 
t> l"f K) ^>KU>-2-^v 

NMR (CDC 1 8 ) 

5 8. 57(s. 1H), 8. 65-8. 20 (br. 1H), 7. 3 
2-7. 1 5 (m, 3H) , 7. 15-6. 7 9 (m, 8H) . 6. 
73 (s. 1H), 6. 57 (d, J = 8. 4Hz, 1H), 4. 7 
3 (dd, J = 4. 9, 5. 7 Hz, 1 H) , 4. 0 1 (dd, J = 
5. 7. 14. 3Hz. 1H), 3. 80-3. 4 3 (m. 5H) . 
2. 87 (d, J = 14. 3Hz. 1H), 2. 72 (d. J = 14 
. 3 Hz, 1H) , 2. 2 1 (s, 3H) , 2. 19 (s, 3H) . 
1. 11 (t. J = 6. 8Hz, 3H). 1. 08 (t, J = 7. 4 
Hz, 3H) 

[flJfeflll 4 3] (RS)-l-(2. 2-i?ih + ->if/l/)-3-((2- 
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/ h^->b°U K-5 — UV) T i S JjJ\stf-Jljrjl>) -3- (N' - (4-> 

f^7 i -;i') $ i^f K) > KU >-2-tf> 

NMR (CDC 1 3 ) 

6 8. 61 (s. 1H). 8. 11 (d, J = 2. 4Hz, 1 H) , 7 
. 65 (dd, J = 3. 0Hz, 8. 8Hz, 1H), 7. 35-6 
. 7 9 (m, 10H) . 6. 6 1 (d, J =8. 8 Hz, 1 H) , 4 
. 76 (dd, J=3. 0, 5. 7Hz, 1 H) , 4. 00 (dd. 
J = 5. 7Hz, 14. 3Hz. 1H), 3. 87 (s, 3H), 3 
. 8 7-3. 3 8 (m, 5H) . 2. 96 (d. J = 14. 3Hz, 
1H), 2. 68 (d, J = 14. 3Hz, 1 H) , 2. 20 (s, 
3H), 1. 13 (t, J = 7. 2Hz, 3H), 1. 09 (t, J 
= 7. OHz, 3H) 

[HJfe0J144] (RS) -1- (2. -3- (N* - 

(4-^f;i'7x-;i/) ^WK) -3- ( (2-try tzj*j\<X-)i< 

NMR (CDC 1 8 ) 

6 8. 9 7 (brs, 1H), 8. 14 (d, J = 4. 9Hz, 1H) 
. 8. 08 (d. J = 7. 9Hz, 1H), 7. 65 (t. J = 7. 
3Hz. 1H), 7. 35-6. 85 (m, 11 H) . 4. 77 (d 
d, J = 4. 3, 5. 9Hz, 1H), 3. 99 (dd, J=5. 9 
Hz, 14. 2Hz, 1H). 3. 90-3. 47 (m, 5H) . 3 
. 10 (d, J = 14. 8Hz, 1H), 2. 61 (d, J = 14. 
8Hz, 1H), 2. 23 (s, 3H) . 1. 14 (t. J=6. 9 
Hz, 3H), 1. 11 (t, J = 7. 3Hz. 3H) 
[Hifeflll453 (RS) -1- (2. 2-^x^-/xfji/) -3- (N' - 
(4-^f-A/7.x-;i/) tfl/'f K) -3- ( (3-t°U^;u) TlJiifr#-fr 

NMR (CDC 1 s ) 
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6 9. 21 (s, 1H), 8. 61 (d. J=2. 6Hz. 1H). 8 
. 26 (d. J=4. 6Hz. 1H), 7. 90 (d, J = 7. 9H 
z. 1H), 7. 64 (s, 1H). 7. 3 8-6. 9 4 (m. 10 
H) , 4. 77 (dd. J=4. 3. 5. 9Hz, 1 H) , 4. 03 
5 (dd, J = 5. 9Hz. 14. 5Hz, 1H). 3. 85-3. 4 

5 (m, 5H), 3. 01 (d, J = 1 4. 8Hz, 1H). 2. 7 
4 (d, J = 14. 8 Hz. 1H) , 2. 2 0 (s. 3H) . 1. 1 
3 (t. J = 6. 9Hz, 3H). 1. 09 (t. 3 = 7. 3Hz, 
3H) 

io [H&0J1463 (RS) -8- (xh*i/*^i^^) -1- (2, 2 
-yih + s/ifjl/) -3- (N' - (3-> h + ->7i-;U) £b>f K) >f > 
K'J >-2-*> 

7Tffi^fc (RS) -1- (2. 2-^^<>xf;i/) -3- (N 
* - (4-^ f-;U7x-;i/) ^l/-TK) > KU >-2-*>(DRt>mz (RS) 
15 -1- (2, + -3- (NT - (3-> h*->7xx;P) 

K) <<> K'J >-2-*^HJ5SiS»iUTffl^*ct£(niillJ6«Il 0 7 

NMR (CDC 1 3 ) 

5 7. 3 2-6. 9 0 (m. 9H), 6. 56 (dd, J = l. 8. 8 
20 . 2Hz. 1H), 4. 7 9-4. 75 (m. 1H), 4. 11 (q 

. J=6. 3Hz, 2H), 4. 01 (dd, J = 6. 0. 14. 2 
Hz, 1H), 3. 8 2-3. 65 (m, 5H) , 3. 73 (s, 3 
H) . 2. 93 (d, J = 15. 2Hz, 1 H) , 2. 55 (d, J 
= 15. 2Hz, 1H), 1. 2 0-1. 0 5 (m. 9H) 
25 CHWJ14 71 (RS)-l-(2. 2-^xh4->xf;i/) -3-(bKp 
i/tUltf-fr/l-jl) -3- (N' - (3-> t>*i/7ix;l/) Oi/^T K) <f > 
Kl) V-2-*> 

HWJ108T'ffll^ (RS) -3- (x^>>*;l/t:x;l/yf;l/) -1- (2, 
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+ -3- (N* - (4->^7x-^) ^L/-TK) 4 > 

KU >-2-^->of^3bOic (RS) -3- (i^->*;i/t:-;Mf;i/) -1 
- (2. -3- (N* - (3-^ ^->7i-;l/) U 

' 5 m®&ft'?mm4t&®}%mm ttz 0 

NMR (CDC Is) 

6 7. 85 (s. 1H) , 7. 29-7. 2 0 (m. 3H) , 7. 0 6 
-6. 9 2 (m, 5H) , 6. 6 9 (d, J =8. 9 Hz, 1 H) , 
6. 48 (dd, J = 2. 2. 8. 3Hz, 1H), 4. 77-4. 
io 7 4 (m. 1H) , 4. 0 4 (dd. J = 6. 1. 1 4. 5 Hz. 1 

H) . 3. 7 9-3. 4 9 (m. 5H) , 3. 6 1 (s. 3H) . 2 
. 90 (d. J = 15. 8Hz, 1H), 2. 70 (d. 15. 8H 
z. 1H) . 1. 17-1. 08 (m. 6H) 
[HWJ148] (RS) -1- (2. 2-^xh + J/xfA/)-3-((4- 
15 M h^->7x-;P) 7 5;*^^^) -3- (N' - (3-;< h + ^7x 
KW > KU >-2-*> 
(RS) -1- (2. + -3- (t Ko + ->*^«K-;M 

tVIO -3- (N' - (3-;* K) -f >h'V>-2-t 

y (0. 50g) 0>^n;M*> (50mL) fl£tti:\ 0* CT4-^f- 
20 ;U7^y h e U^> (0. 140g) £«fl:f-*-;K0. 0 9 0mL)£HIMl 
x.fco fi^«B*0" CT3 0#H#U £t>lw4-*>^;i/T^/ t°y^> (0. 
14 0g) <h4-^ h^«>7-U> (0. 190g) £0° CCftMU 
*MTlB#|g»#Ufc 0 ElS«*ft«7K?ife*U W«S h U * 

25 ** >/^xf;l/= 2/1 "C**) TitS! L 0 . 5 4 g <DM4b*1H$ft*: OR 

^88%) o 

Rf = 0. 76 (^^n;^^V^^;-;i/=10/l) 
NMR (CDC 1 3 ) 
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<5 8. 51 (s, 1H). 7. 45-6. 4 4 (m, 14 H). 4. 7 

8 (dd, J = 4. 4, 5. 9Hz, 1H), 3. 98 (dd, J.= 

5. 9, 14. 2Hz, 1H). 3. 84-3. 4 7 (m, 5H), 

3. 74 (s, 3H) . 3. 63 (s. 3H), 2. 97 (d. J = 

5 14. 8Hz, 1H), 2. 63 (d. J = 1 4. 8Hz, 1H), 

1. 15 (t, J = 6. 9Hz, 3H), 1. 09. (t, J = 6. 9 
Hz, 3H) 

mmm 149-158 

[HjyBJ14 93 (RS) -3- ( (4-^;^*-;!/) 7^;*;^-;M 
-1- (2. -3- (N' - (3-^ h + ->7x 

^U-r K) >-2-*> 
15 Rf = 0. 76 (**n;M*>/;<*y'->'l/=l 0/1) 
NMR (CDC 1 3 ) 

6 8. 80 (s, 1H). 7. 55 (s, 1H), 7. 33-6. 90 
(m, 11H), 6. 67 (d, J = 9. 2Hz, 1 H) , 6. 45 
(dd, J=2. 0, 8. 2Hz, 1H), 4. 76 (dd, J=4 
20 . 0, 5. 6Hz, 1H) . 3. 99 (dd, J=5. 6, 14. 2 

Hz, 1H), 3. 7 9-3. 4 9 (m, 5H), 3. 61 (s, 3 
H) , 2. 9 9 (d, J = 14. 8Hz, 1 H) , 2. 71 (d, J 
= 14. 8Hz, 1H), 1. 13 (t. J=6. 9Hz, 3H), 
1. 09 (t. J = 6. 9Hz, 3H) 
25 [HWJ150] (RS)-l-(2. 2-^xh + i/jn^;P) -3- (N* - 
(3-^ t> + i/7x-;i/) l"f -K) -3- ( (2-^Wi-;!/) T I J ti 

Rf = 0. 25 (S>*o;l^ ^y-^=l 00/3) 
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NMR (CDC 1 s ) 

6 8. 85 (s, 1H) . 7. 76 (s, 1H) , 7. 46-7. 4.3 
(m, 1H) . 7. 2 5-6. 9 5 (m. 10H) . 6. 6 9 (d, 
J = 7. 9Hz, 1H), 6. 44 (d. J=8. 3Hz, 1H), 
5 4. 7 5 (dd, J = 4. 3. 5. 9Hz, 1H), 3. 97 (dd, 

J=5. 9, 14. 5Hz, 1H).3. 81-3. 44 (m, 5H). 
3. 61 (s, 3H). 3. 00 (d. J = 1 4. 9Hz, 1H), 

2. 75 (d, J = 14. 9Hz, 1H). 2. 14 (s, 3H). 
1. 10 (t, J=6. 6Hz. 3H), 1. 07 (t, J = 6. 6 

10 Hz, 3H) 

[HJIS01J1 5 1] (RS)-l-(2. 2-^h*«>x^) -3- ( (3- 
* h^->7x-;U) 7^*h:-W^) -3- (N* - (3-> ^">7i 

V) << > K U >- 2 > 
Rf = 0. 06 (^^o;M^>/>^;-;i/=100/3) 
15 NMR (CDC 1 8 ) 

6 8. 7 2 (s, 1H), 7. 62 (s. 1 H) , 7. 30-6. 92 
(m. 10H) , 6. 6 9 (d. J =9. 2 Hz, 1 H) . 6. 6 1 
(dd, J=2. 3. 8. 2Hz, 1H), 6. 43 (dd, J = 2 
. 3. 7. 9Hz. 1H), 4. 75 (dd. 3 = 4. 3. 5. 9H 
20 z, 1H), 3. 94 (dd, J = 5. 9. 14. 2Hz, 1 H) , 

3. 8 0-3. 4 3 (m. 5H) , 3. 6 7 (s, 3H) , 3. 5 9 
(s. 3H). 3. 00 (d. J = 14. 9Hz, 1 H) . 2. 69 
(d, J = 1 4. 9Hz, 1H), 1. 12 (t, J=6. 9Hz, 
3H) . 1. 0 7 (t, J = 6. 9Hz. 3H) 

25 [31160115 23 (RS)-l-(2. 2-^x^i/xf;l/) -3- (NT - 
(3-> h^'>7x-;P) K) -3- ( (3->Wi-^/) 7 ft 
frtf-jlt 4 y K U >- 2 -tf y 
Rf = 0. 25 (^^a;^^v/^^y-;i/=100/3) 
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NMR (CDC 1 3 ) 

6 8. 6 6 (s, 1H). 7. 57 (s. 1H). 7. 28-6. 87 
(m, 11H). 6. 68 (d. J = 7. 9Hz. 1H), 6. 44 
(d. J=8. 2Hz, 1H), 4. 7 6 (dd, J = 4. 3. 5. 
5 9Hz, 1H). 3. 96 (dd. J = 5. 9, 14. 5Hz. 1H 

) , 3. 81-3. 42 (m. 5H) . 3. 60 (s, 3H) , 3. 
00 (d, J = 14. 9Hz, 1H), 2. 69 (d, J = 14. 9 
Hz, 1H), 2. 22 (s, 3H), 1. 13 (t. J = 6. 9H 
z, 3H) , 1. 08 (t, J=6. 9Hz, 3H) 
10 [H»J153] (RS)-l-(2, + -3- ( (2- 

y K->7x-^) /rt^tf-zM^l') -3- (N* - (3-> b**>7x 

£ i/>f K) >f > K »J >- 2 > 
Rf=0. 10 (v?^o;^^v/>^>-^=100/3) 
NMR (CDC 1 3) 

15 6 8. 20(d, J = 7. 9Hz. 1H),7. 90(s, 1H),7 

. 7 3 (s, 1H) . 7. 4 2 (s, 1 H) . 7. 3 0 (d. J =7 
. 3Hz, 1H), 7. 22 (t. J = 8. 2Hz, 1 H) , 7. 0 
9-6. 71 (m, 8H) . 6. 4 4 (d, J=6. 6Hz. 1 H) 
, 4. 78 (dd, J = 4. 3. 5. 9Hz, 1H), 4. 00 (d 
20 d, J=5. 9, 14. 2Hz, 1H) , 3. 83-3. 4 9 (m. 

5H) , 3. 7 0 (s, 3H) , 3. 6 0 (s, 3H) , 3. 17 
(d, J = 14. 5Hz. 1H), 2. 57 (d, J = 1 4. 5Hz 
, 1H), 1. 14. (t. J = 6. 9Hz. 3H). 1. 10(t. 
J = 6. 9Hz, 3H) 
25 [HJ60915 4] (RS) -1- (2, 2-^xh* , >^) - 3- ( (4- 
7;^n7*r^) 71 J -3- (N' - (3-^ ^->7i 
-=-;U) K) 4 y K U >- 2 ^ 

Rf =0. 16 (vJ^a;W^>/^;-^=10 0/3) 
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NMR (CDC 1 8 ) 

<5 8. 7 0 (s, 1H). 7. 65 (s, 1H), 7. 31-6. 84 
(m, 11 H). 6. 68 (d. J = 7. 9Hz. 1H). 6. 4 4 
(d, J=6. 6Hz, 1H), 4. 75 (dd, J=4. 3, 5. 
6Hz, 1H), 3. 96 (dd, J=5. 6, 14. 2Hz, 1H 
) , 3. 80-3. 4 5 (m. 5H) , 3. 59 (s. 3H) . 3. 
00 (d, J = 14. 9Hz, 1H), 2. 73(d, J = 14. 9 
Hz, 1H), 1. 11 (t. J=6. 9Hz, 3H), 1. 07 
(t, J=6. 9Hz, 3H) 
CH»J155] (RS) -1- (2, 2-^^->i^) -3- (N' - 
(3-n^>7i-;P) £I/*K) -3- (n-^otr^7 5y*;i/#-/wy 

Rf = 0. 09 (v?^o;l/^^>/>^;-^=100/3) 
NMR (CDC 1 s) 

5 7. 84 (s, 1H), 7. 44 (s, 1H), 7. 31-6. 96 
(m, 6H) , 6. 76 (d. J=8. 6Hz, 1H) , 6. 55 
(t, J = 5. 6Hz, 1H). 6. 44 (dd, 5 = 2. 3. 8. 
3Hz. 1H). 4. 79 (dd, J = 4. 3, 6. 3Hz. 1 H) 
, 3. 98 (dd. J=6. 3, 14. 2Hz, 1H), 3. 86- 
3. 5 0 (m, 5H) , 3. 6 3 (s, 3H) , 3. 17-3. 0 6 
(m. 2H). 2. 89 (d. J = 14. 5Hz, 1H). 2. 50 
(d, J = 14. 5Hz. 1H), 1. 40 (m, 2H) . 1. 17 
(t. J = 7. 3Hz, 3H), 1. 09 (t, J = 6. 9Hz, 3 
H) . 0. 8 1 (t. J = 7. 3Hz, 3H) 
[Hfflg0J156] (RS) -1- (2. + -3- (N 1 - 

(3-* h*5/7x-40 l"f K) -3- ( (4- (N. N' -V/f-JlsTZ 

Rf=0. 21 (^^d^^v/^^;-;1/=100/3) 
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NMR (CDC 1 s ) 

6 8. 5 8 (s, 1H), 7. 78 (s, 1H). 7. 37 (s, 1H 
). 7. 26-6. 90 (m. 8H). 6. 6 7 (d. J = 7. 9H 
z, 1H), 6. 54 (d, J=8. 9Hz. 2H) . 6. 41 (d 
5 . J=9. 9Hz. 1H) , 4. 7 9-4. 7 3 (m. 1H) , 3. 

96 (dd. J=5. 9. 14. 2Hz, 1H) , 3. 84-3. 4 
5 (m, 5H) . 3. 58 (s, 3H) , 2. 97 (d, J = 1 4. 
5 Hz, 1H) . 2. 8 3 (s, 6H) , 2. 6 5 (d. J = 14. 
5Hz, 1H), 1. 12 (t, J=6. 9Hz, 3H) . 1. 07 
10 (t, J = 6. 9Hz, 3H) 

[HUGH 5 73 (RS)-l-(2, 2-^f^^xf^)-3-((4- 
> h^i/^;i/?K-;U7x-;P) 7 S J *>j\s#-jU -3- (N* - (3- 
y h + ^7x^) W K) -f > KU >-2-*> 
Rf =0. 27 (^n;l^*>/y*y-;l/=100/3) 
15 NMR (CDC 1 3) 

$ 9. 10 (s, 1H), 7. 8 8 (s, 1H), 7. 83(d, J = 
8. 6Hz, 2H), 7. 46 (d, J=8. 6Hz, 2H) . 7. 
3 2-7. 17 (m, 3H) . 7. 0 1-6. 9 0 (m, 4H) , 6 
. 68 (d, J = 7. 9Hz, 1H) , 6. 42 (dd. J = 2. 3 
20 , 8. 3Hz. 1H), 4. 75 (dd, J = 4. 3, 5. 9Hz. 

1H), 3. 95 (dd, J = 5. 9, 14. 2Hz, 1H) , 3. 
85 (s, 3H) , 3. 8 0-3. 4 4 (m, 5H) , 3. 56 (s 
, 3H) , 3. 0 5 (d, J = 15. 2 Hz. 1H) , 2. 7 4 (d 
. J=15. 2Hz. 1H). 1. 09 (t, J = 6. 9Hz, 3H 
25 ) . 1. 0 6 (t, J=6. 9Hz, 3H) 

[H8S0J15 83 (RS) -1- (2, -3- (N* - 

(3-^ h*>>7*-J\<) $ l"f K) -3- ( (5-^f-^fU K-2-- fAO 
~7 % jii ;i/;tf.=.;M fvl/) -Y ^ K U 2 —si" ^ 
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Rf = 0. 24 (y^D^^>/^^y-;i/-100/3) 
NMR (CDC 1 3 ) 

5 9. 4 8 (s, 1H), 7. 9 3 (d. J =8. 3Hz, 1H), 7 
. 79 (s. 1H). 7. 73 (s, 1H). 7. 41-6. 90 

(m. 8H), 6. 71 (d, J = 7. 9Hz, 1 H) , 6. 46 
(d, J = 8. 3Hz, 1H). 4. 7 8-4. 7 5 (m, 1 H) 

, 3. 9 0 (br, 2H) . 3. 7 2-3. 4 5 (m. 4H) , 3. 

62 (s, 3H), 3. 10 (d, J = 14. 5Hz, 1H). 2. 

61 (d. J = 14. 5Hz, 1H), 2. 21 (s, 3H) , 1. 

13 (t. J = 7. 3Hz, 3H), 1. 07 (t, 7. 3Hz, 

3H) 

[HJ60I1 5 9] 

(RS) -1- (*;l>S;M *■/!/) -3- (N* - (3-^ ^^7x-;b) t? 

K) -3 - ( (4->^7x-;i/) 7;;^M-;Mf;P) -f>KU> 
-2-*> 

(RS) -1- (2. 2-^x^^xf/l/) -3- (N* - (3-^ b*->7x 

>>WK) -3- ( 7;;^/^-;Mf;i/) >f 

>h~V>-2-*> (1. 61g) ©T-trh> (40mL) igftlCTK (lOmL) 

(lmD *inis^»*2«Fiaaii»a«Eb^o 

£fi£LfcitIH:«!l*3ffiU i-f^»lTl. llgOii^Mi/: 
^7 9%) o 

NMR (DMSO-de) 

6 10. 06 (s. 1H). 9. 66 (s. 1H). 9. 32 (s, 1 
H) , 7. 75 (s, 1H). 7. 44 (d, J = 8. 3Hz, 2H 
) . 7. 2 8-6. 8 2 (m, 8H) , 6. 8 2 (d, J = 8. 3H 
z. 1H). 6. 44 (dd. J = 2. 0. 7. 8Hz. 1H). 4 
. 77 (d, J = 18. 5Hz. 1H). 4. 60 (d. J = 18. 
5Hz, 1H), 3. 66 (s, 3H) . 2. 89 (d, J = 14. 
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6Hz. 1H). 2. 60 (d, J = 14. 1Hz. 1H). 2. 2 
6 (s, 3H) 

mnmi 6 oi (rs) -3- cn* - 0-^ h*$/7*-;io vuj k) 

-1- (2- (N, N-^yW;;) xf;l/) - 3- ( (4-^f^7x- 

(RS) -1- -3- (N' - (3-> h*->7x-;iO ? 

i/>f -3- ( (4-^Wx-;i/) 7^ y <<>KV> 

-2-*> (0. 3 8 6 g) OtfJ-fr (5 OmL) JSJBirSiBTS^ f-^T 
iVig&ig (0. 8g) *ftl>L. 8^T->7y**ftB5**H;*A (1. 0 

10 g) **tnufco 1 b«#u Kifi**»»i/fco 

(W2 6%) o 
NMR (CDC 1 a) 

15 5 10. 21 (s. 1H) . 9. 26 (s, 1H) , 7. 62 (s, 1 

H) , 7. 3 2-6. 8 4 (m, 10H) . 6. 7 9 (d, J =8. 
3Hz. 1H), 6. 44 (dd, J = l. 9. 7. 8Hz, 1H) 
, 3. 9 4-3. 5 9 (m. 2H) , 3. 65 (s. 3H) . 2. 8 
2 (d, J = 1 4. 6Hz, 1H), 2. 6 2-2. 0 8 (m. 3H 
20 ) , 2. 2 5 (s. 9H) 

[HWJ 1 6 1 3 (RS) -1- (2, 2-^xh + ->xf;U) -3- ( (4- 
(N-^W^;) "7 x-/lO 7^y*/W#-^f-;I/) - 3- (N* - (4 
-y^;i/7x~;P) 7l"f K) >f >KU>-2-^> 
(RS) -1- (2, 2-5>xh*S'Xf-/l/) - 3- ( (4- h iJ7^/*D>f 
25 ;1/*;1/>JC— ;i/-N-yf->U7 S >0 7 $ y rt/M?— /M -3- 

(N* - (4-^Wxx;l/) ?i/>f K) >f >K'J >-2-*> (0. 4 7 5 

g) o^*y-;u (5 OmL) »ttirSffl-ett»*y>A (0. 5 0g) ©tK& 

i(lOmL) «r*nx.> jR^«B*lBia«»b*»U^o »8***t»Rb^ 
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NMR (DMSO-de) 

6 9. 6 7 (s, 1H) , 9. 1 6 (s, 1H) , 7. 6 8 (s. 1H 
5 ) , 7. 2 7-7. 0 6 (m. 7H) . 6. 9 8-6. 8 9 (m, 3 

H). 6. 47 (d. J = 8. 8Hz. 2H), 5. 4 9 (q. J 
= 5. 9Hz, 1H) , 4. 7 6-4. 6 7 (m. 1H) . 3. 86 
(dd. J = 5. 6. 13. 8Hz, 1 H) . 3. 76-3. 46 
(m. 5H) , 2. 7 6 (d. J = l 4. 2 Hz. 1H) , 2. 6 4 
10 (d, J=5. 9Hz, 3H). 2. 41 (d, J = 14. 2Hz, 

1H) . 2. 1 7 (s. 3H), 1. 12 (t, J = 6. 9Hz, 3 
H) , 1. 07 (t. J = 5. 0Hz. 3H) 
[HJMU6 2] (RS) -1- (2. 2-^F^->^) -3- ( (5- 
-f>KU --/I/) 7^*M-;Mf^) -3- (N* - (4->Wx-;V) 
15 *> K) 'f > KU >- 2 

SUttWl 6 (RS) -1- (2, 2-y*h*^^) -3- ( (4 

- (N- h U ^-N-y f-/UT £ y) 7x-^) T^y 

-3- (N' - (4-y^7x-;l/) * U^T K) -OKU 
y-2-*><Dftt>*()\z (RS) -1- (2. 2-^ih*'>xf^) -3- ( 
20 ( v K U >-5-^^) TiJfJ^ 

-;U>f-;l/) -3- (N' - tfW K) -<>KU>-2 

NMR (DMSO-de) 
25 5 9. 67(s. 1H),9. 15(s, 1H),7. 68(6. 1H 

) 7. 3 6-6. 8 6 (m. 10H) . 6. 4 1 (d. J =8. 6 
Hz. 1H) . 5. 35 (s. 1H) . 4. 7 7-4. 6 7 (m. 1 
H) . 3. 85 (dd. J=5. 9. 14. 2Hz, 1 H) . 3. -7 
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6-3. 24 (m. 7H), 2. 87 (t, J=8. 3Hz, 2H) 
, 2. 75 (d, J = 14. 2Hz, 1H), 2. 41 (d, J = l 
4. 2Hz. 1H). 2. 17 (s, 3H) , 1. 11 (t, J = 6 
. 9Hz. 3H), 1. 07 (t, J=6. 9Hz, 3H) 
[HWJ163] (RS)-l-(2, 2-^xK->if;V)-3-((4- 
tKD^>>^;i/t:-;P7xi;v) 7 ^ J -3- (N' - (4 

-y^7x-;W W K) -OKU >-2-*> 
(RS ) ( 2 , 2-^^ h**>x^) -3- ( (4-* 

;l/7x-;l/) T -3- (N* - 

K) -OKU V— 2— (0. 5 8 8 g) QtfiS-fr (3 0mL) & 
^irM^TTK^k^ U £A (8 5%, 0. 2 0 g) (5mL) £*nx^ 

^•J»*7A^a7h^7>f - {f^^y/Wk^i^- 1/1"C^I8I) 
T«S3LT. 0. 5 6g©M^tt*#fc (W9 8%) o 
NMR (DMSO-de) 

5 1 2. 95-1 2. 45 (br. 1H).10. 33 (s, 1H) , 

9. 05 (s, 1H) . 7. 8 9 (d. J =8. 4 Hz, 2H) , 7 

. 64 (d, J=8. 4Hz, 2H) , 7. 48 (s, 1H) , 7. 

30-6. 83 (m, 8H) , 4. 7 6-4. 6 6 (m, 1H) , 3 

. 86 (dd. J = 5. 7, 13. 7Hz, 1 H) , 3. 78-3. 

40 (m, 5H), 2. 94 (d, J = 14. 6Hz, 1H). 2. 

58 (d, J = 14. 6Hz. 1H), 2. 18 (s, 3H) , 1. 

11 (t, J = 6. 8Hz. 3H). 1. 08 (t. J=6. 8Hz 

. 3H) 

[HWJ1641 (RS)-l-(2. + -3- ( (4- 

t Kni/*;i/^-;l/^f-;U7x-;W 7 S J -hMs-frt -3- (N' - 
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(4 -y =f-)\s7 x— ;u) b-T K) -f > K U >-2-*> 
HMgflll 6 3Tffll^fc (RS) -1- (2. 2-^h + ^) -3- ( (4 

-y h*^a/M?-;W7x-;io 7 ^ y -3- (N* - (4 

-^;l/7i-;l/) tfb'f K) > KU >-2-*>©fU>9K (RS) - 1 - 
(2, 2-v?xh + <>if;l/) -3- ( (4-y h + i/*W-^^7i- 

7Sy*/i/sK-^Mf-/i') -3- (N* - (4-/f^7i-;i/) 
-f > K U >— 2 -* >£tb?6II*4 i LTffl C £EWIi£i6fll 16 3 tKfllo 

NMR (CDC 1 s ) 

6 8. 7 3 (s. 1H). 7. 55-7. 37 (br, 1 H) . 7. 3 
2-6. 7 7 (m, 14H) . 4. 8 5-4. 7 4 (m, 1H) , 4 
. 08 (dd, J = 5. 7, 14. 3Hz, 1 H) . 3. 85-3. 
3 5 (m, 7H) , 2. 9 5 (d, J = 15. 2 Hz, 1H) . 2. 
64 (d. J = 15. 2Hz, 1H). 2. 17 (s. 3H) , 1. 
15 (t, J = 6. 4Hz, 3H), 1. 11 (t. J=6. 8Hz 
, 3H) 

[H»J1651 (RS)-l-(2. 2 -3- (N* - 
(4-hKn*i/*M^7*i/l/) U>f F) -3- ( 

;i0 7 s y 1-*) 4>yi)>-2-*> 

mnwissvm^iz (rs> -i- (2. -3- ( (4 

-y h+i/^M:-^7x-;i/) 7S y ;Mf7i>) —3— (N' - (4 
->f^7x-;V) Sl/'TK) -f >KU >-2-*>Oft*>»)lc (RS) -3- 
(N* - (4-xh+i/*M:-;i/7x-;i/) ?i/>f K) -1- (2, 2-^x 
h*->xf-;i/) -3- ( (4->f^7ix;l/) 7 S J a;M-C=.;l>y 

R f = 0. 05 (n-^t>/ft»ifA/=l/l) 
NMR (DMSO-de) 
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6 9. 9 7 (s. 1H). 9. 64 (s, 1H), 7. 84 (s. 1H 
). 7. 75 (d, J=8. 3Hz, 2H), 7. 44-6. 89 
(m. 11H). 4. 75 (dd, J=4. 0, 5. 4Hz, 1 H) 
. 3. 8 8 (d d. J =5. 4. 13. 2 Hz, 1 H) . 3. 7 4- 
5 3. 2 2 (m. 5H) , 2. 86(d, J = 15. 1Hz, 1H), 

2. 51 (d. J = 15. 1Hz. 1H), 2. 27 (s, 3H), 
1. 14 (t. J = 7. 3Hz, 3H). 1. 10 (t, J = 7. 3 
Hz, 3H) 

mmmi 6 6] crs) -3- (n* - (4-7;;7x^) k) - 

10 1- (2, -3- ( (4-> WxiA/) 7;;*;V 

(RS) -1- (2. 2-^h^->i^) -3- ( (4-^^7x-;l/) 
T5y*^-^f-/l/) -3- (N' - (4 Fd7x-;V) *1/>TK) *f 
>KU>-2-*> (0. 6 2g) i5%^7^7A^ (20mg) ©x*y 
15 -;K100mL) MttfefeggBftTs MMT1 2Klllil»bfc. 

57^- >/g^g?x^;l/= 1/1 "CfllS!! bT 0 . 3 3 g ©*£JI 

OR* 5 7%) o 
NMR (CDC 1 3 ) 

20 8 8. 3 1 (s. 1H) . 7. 3 3-6. 9 4 (m. 1 1H) . 6. 6 

2 (s, 1H) , 6. 50 (d. J = 8. 3Hz, 2H) , 4. 75 
(dd, J = 4. 4, 5. 9Hz, 1H), 4. 00 (dd, J = 5 
. 9. 14. 1Hz. 1H) . 3. 7 9-3. 5 2 (m, 7H) , 2 
. 92 (d, J = 14. 6Hz, 1H). 2. 51 (d, J = 14. 

25 6Hz,lH),2.30(s,3H),1.16(t,J = 7. 3 

Hz, 3H) , 1. 10 (t, J=7. 3Hz, 3H) 
[JtJfctU6 7] (RS) -1- (2. 2-5>ih*5/x*/u) -3- (N' - 

(4-^)'f;i'7$;7x-;i/) *i/>r K-3- ( (4-y^7xi;v) 
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(RS) -3- (N' - (4-7;;7i-^) F) -1- (2. 2-^ 

x^^xf;!/) - 3- ( (4-^5 L ;U7x->'U) 7 \J ti frti-A, t * )V) 4 
>h'V>-2-*> (0. 1 4 8 g) 5 J (2 OmL) »«li*;i/T>J 
5 >*»jft (0. lmL) <tv/7y7k^b{f9^^ h USA (0. 104g)£!II 
ifctafcfco (2ffi£) T*£fS&£#&Ki!|gUrt:gL *l/+a5-> 

10 ^D-7h^5 7^-T^ (^t>/ft»xf4/=l/lt*i) LTO. 1 

2 0se>nm4t&®zmz or* 7 7*0 0 

R f = 0. 11 (^*1f>/&S?x^;u=i/i) 
NMR (CDC 1 3 ) 

5 8. 3 2 (s. 1H) , 7. 3 5-6. 5 4 (m, 13H) , 6. 4 
15 1 (s. 1H). 4. 76 (dd. J = 3. 9. 6. 3Hz, 1 H) 

, 3. 99 (dd, J=6. 3. 13. 7Hz. 1H). 3. 81- 
3. 53 (m, 5H). 2. 91 (d. J = 15. 1Hz. 1H), 
2. 89 (s, 6H), 2. 51 (d. J = 15. 1Hz. 1H), 
2. 31 (s, 3H), 1. 16 (t. J = 6. 3Hz, 3H) , 1 
20 .11 (t, J = 6. 3Hz, 3H) 

HWJ16 8-17 0 

nmmi lvm^fz (rs> -i- (2. -3- cn* 

- (4->f;i/7 1 -;i/) *i/-f K) -OKU >-2-#>0frfrO»w (4-* 
25 fflt,^ fro^Jfe0lJ7 ltffll^N-/^ f. y;i/-2-7*a*7-ir b7S KOftfc 

») n * 7 -t h 7 ^ mm#£&mm tbxm^zztsm itmmm 1 1 

[£160116 8] (RS) -3- ( (4-^d;1/7x-;1/) 7 X J -hfrtf-frt 
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_3_ (N* - (4-^n;l/7i-^) OU'f K) — 1 — (2, 
j. * «>x^A0 -f v K »J 2 > 
Rf = 0. 2 9 (n-^-9->/ft»^^=l/l> 
NMR (CDC 1 3 ) 

5 6 8. 5 1 (8. 1H). 7. 4 4-7. 0 0 (m, 14H), 4. 7 

8 (dd. J = 4. 9, 5. 4Hz, 1 H) . 4. 04 (dd, J = 
5. 4, 14. 2Hz, 1H), 3. 8 3-3. 4 8 (m. 5H) , 
2. 99 (d. J = 14. 6Hz, 1H). 2. 68 (d. J = 14 
. 6Hz. 1H) , 2. 00-1. 0 8 (m. 6H) 
10 [£110116 9] (RS) -3- ( (4-^o^x-;l/) T;7*;^M 

( 2 , 2-5>*.h**>xf-;l/) — 3 — (N* - (4-> h*<>7x 
-;K> W K) >r > K U >- 2 > 
NMR (DMSO-de) 

5 10. 14 (s, 1H) , 8. 9 8 (s. 1H) . 7. 5 7-6. 7 
15 0 (m, 1 3H) . 4. 7 2 (dd, J = 4. 3. 5. 9Hz. 1H 

) , 3.- 8 4 (dd, J = 5. 9. 14. 4 Hz, 1H) , 3. 7 1 
-3. 50 (m. 5H) . 3. 66 (s, 3H) , 2. 88 (d. J 
= 14. 8Hz, 1H), 2. 52 (d, J = 14. 8Hz. 1H) 
, 1. 11 (t. J = 7. 8Hz, 3H), 1. 08 (t. J = 7. 
20 3 Hz, 3H) 

MOMJ17 0] (RS)-l-(2. -3- ( (4- 

yjvtvy*-*) 7^y*A"H-^^) -3- (N* - (4-7^to7 x 
•=-;l0 9l/>f K) -OKU >-2-3j*> 
NMR (CDC Is) 
25 5 8. 40 (s. 1H) , 7. 4 2-6. 7 8 (m, 14H) , 4. 7 

8 (dd. J = 4. 3, 5. 9Hz, 1H). 4. 02 (dd. J = 
5. 9, 14. 5Hz, 1H) , 3. 81-3. 52 (m, 5H) , 
2. 98 (d. J = 14. 5Hz, 1 H) , 2. 63 (d. J = 14 
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. 5Hz, 1H). 1. 17 (t. J=6. 9Hz. 3H). 1. 1 

2 (t, J = 6. 9Hz, 3H) 

[#%0J2 6] -fut&m (L->>^;1/) SU^o^® (D-^>^;l/) 
rn^H (8 3. 4g) i (LtfciiD) (7 8. 1 g) Oh;u 

x> (1L) $&tr^5 Mi/x>x;i/*>& (3 0 0mg) 

%®izmE.m% lx i 2 8 g 0*a*t£'»££fc (« 9 3 %) 0 

NMR (CDC 1 3 ) 

6 4. 7 3 (dt, J = 5, 10Hz, 1 H) , 3. 79 (s. 2H) 
. 2. 2 0-0. 8 0 (m, 9H), 0. 89 (d. J = 7Hz, 6 
H) , 0. 79 (d. J = 7Hz, 3H) 

immmi in 3- (rs) -i- (2, 2-i?x^->i^) -3- (l 

K) ^KU >-2-*>Rtfl- (2. 2-^ih + '>i^) -3- (L- 
J>b*i/) *^#i^^-3- (N* - (4->f;l/7i-;W -) l/^f K) 
-f > KU V-2-*>C#-i?77fl/*7- (HPLCTO) 

T3- (RS) -1- (2, 2-^^->x^l/) -3- (L-/>b*>» 
^;l/^;l/>f-;l/-3- (N* - *WK) ^>KU> 

- 2 - * >^aSS! ^D7h^77^ -T*##r Lfc c 

HPLC 5395 (Ux>i/3>'^^A=38mi n) 

4 7S5 CJf>>>g^^A=42min) 
YMC-Pack CN A-514 (6. Omm0 x 

3 0 cm), M&B&jg : v^o/V-/l/=l 0 0/1. 

: 1. OmL/m i n, tfcfcB : UV2 5 4 nm 
V^Dt/l/i- r;l^£2I3lfii£llbTl- (2, 2-^x^v/x 
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f-;lO -3- (L->>h*'» *;M-:-;l/>f-;l/-3- (N' - (4->^^ 
7*-W *l/>f K) -OKI) >-2-tV0$-0^7XfUt7- (HPL 

HPLC 'Jf>v'3>^'fA=42rain 
5 YMC-Pack CN A-514 (6. Ommtf x 

3 0 cm) , SN^Ii : 'vHfy/'f v^o/V-^=l 0 0/1. 
%3 : 1. OraL/m in, &tfi : 2 5 4 nm 
NMR (CDCls) 

6 7. 3 3-7. 1 8 (m. 3H) , 7. 18-6. 9 1 (m, 5H) 
io ,6. 8 7 (s, 2H) . 4. 76(dd, J = 4. 4, 5. 5Hz 

. 1H) , 4. 6 9 (dt, J=3. 8. 10. 8Hz, 1H). 3 
. 97 (dd, J = 5. 5. 13. 1Hz, 1 H) . 3. 88-3. 
45 (m. 5H), 2. 96 (d. J = 13. 2Hz. 1H), 2. 
51 (d. J = 13. 2Hz. 1H), 2. 26 (s, 3H) , 1. 
15 8 8-0. 9 9 (m. 9H) . 1. 16 (t, J = 7. OHz, 3H 

). 1. 12 (t, J = 7. 4Hz, 3H), 0. 88 (d. J=6 
. 2Hz, 3H), 0. 78 (d, J = 7. 4Hz. 3H), 0. 7 
0 (d. J = 6. 8Hz, 3H) 
[SUSW17 2] 1- (2. -3- (L-^h + v') 

20 a/i/tfi/pyf-^-s- (N* - (4->^;b7x-;u) $WK) 
-2-t>Of-^77fl/tv- (HPLChu^) 
(RS) -1- (2. 2-^h + ^xf;l/) -3- (N* - (4->f\rt>7* 
-A/) K) > KU >-2-^> (10. 4g) 0f£iixh5b Ko75 
^ (50 OmL) ^(CJ^^A-t e r t-7 b*<> K0«»fh7t Ko7 
25 5>*«(0. 5M, 5 2. 5mL-JA/'7fr'7?-/W?Q/*ktert'7fJ 
-/l/fr&aa!) *2*SiaTIfiTi>o< Oflnx.. -0*I£$&£|I|&T'3 0# 
O'CC^o*™ (L-^ >^l/) (8. lOg) OftHf h5tKn 
75« (3 OmL) jSt*«Tlfc. c©&£^£0°CT8B#B3m#L*:© 
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f-^=3/lT'^gt) T'jiaiU ££IC>*y-;U7K^£lfi&ilLT7. 55g 
0«Srt;£«8!*i£fc («$4 8«) o 
5 HPLC "Jx>'>3>*>f A=38mi n 

^7A:YMC-Pack CN A-514 (6. Ommtf x 

3 0 cm). mmmm ^t^v^DAV-^i o o/i. 

m& : 1. OmL/m in, : 2 5 4 nm 

Rf = o. 4 4 (^^>/mm^^=2/i) 

10 NMR (CDC 1 3 ) 

5 7. 4 1-6. 9 1 (m, 8H) . 6. 8 8 (s, 1H) . 6. 7 3 
(s, 1H), 4. 75 (dd. J=4. 6. 5. 7Hz, 1H). 
4. 64 (dt, J = 4. 1, 11. 1Hz, 1H), 3. 95 (d 
d, J=5. 7. 14. 6Hz, 1H), 3. 89-3. 45 (m. 
15 5H) . 3. 03 (d, J = 15. 1Hz, 1H) , 2. 61 (d. 

J = 15. 1Hz, 1H), 2. 26 (s. 3H) , 1. 98-1. 
80 (br, 1H), 1. 8 0-1. 5 5 (br, 3H), 1. 55 
-1. 30 (br, 1H), 1. 3 0-0. 75 (br, 4H) , 1 
. 17 (t, J = 6. 8Hz, 3H). 1. 11 (t, J = 7. OH 
20 z, 3H). 0. 88 (d, J = 6. 5Hz. 3H). 0. 83 (d 

, J = 7. OHz. 3H). 0. 64 (d. J = 6. 8Hz. 3H) 
[HWJ17 31 1- (2, 2-^h*->i^) -3- (D-^>h*<» 
3- (N* - (4-yWi-;l/) tj K) >f^KU> 
-2-*XDi$.— iSTXf-ls*-?- (HPLCh?^) 

25 zmmi a ©n*>»)»i^o*»» (d- 

HPLC 'Jf>-> 3 >^>fA=3 8min 
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ii? A.: YMC-P a c k CN A-514 (6. Omm0 x 
3 0 cm) , SBg&gg : ^t>/^V^D^V-;l/=l 0 0/1, 
fttaS : 1. OmL/m i n, &fci} : 2 5 4 nm 
R f = 0. 4 4 (^*1f>/ft»if-;l/=2/l) : 
5 NMR (CDC Is) 

6 7. 4 1-6. 9 1 (m, 8H) , 6. 8 8 (s, 1H) , 6. 7 3 
(s, 1H). 4. 75 (dd. J = 4. 6. 5. 7Hz, 1H). 
4. 64(dt, J =4. 1, 11. 1Hz, 1H). 3. 95(d 
d, J = 5. 7. 14. 6Hz, 1H), 3. 8 9-3. 4 5 (m. 
10 5H) . 3. 0 3 (d. J = 15. 1Hz. 1H) . 2. 6 1 (d. 

J = 15. 1Hz. 1H). 2. 26 (s. 3H) . 1. 98-1. 
80 (br. 1H), 1. 80-1. 5 5 (br, 3H) , 1. 55 
-1. 30 (br, 1H) 1. 30-0. 75 (br, 4H) , 1. 
17 (t, J = 6. 8Hz, 3H) , 1. 11 (t, 3 = 7. OHz 
15 . 3H) , 0. 88 (d, J = 6. 5Hz, 3H) . 0. 83 (d. 

J = 7. OHz, 3H), 0. 64 (d, J=6. 8Hz, 3H) 
[*««17 4] (+)-l-(2, 2-^xh^^if^)-3-(4-^ 
;i/7x-;W 7$y*^#-^yf";i/-3- (NT - (4-^^^7*-;W 

20 (1) (+) -1- (2, 2-^ih + ->xf^) -3-tKo*i'*M:- 
/M^-3- (N' - (4-*f-/l>7x-=./lO ? K) .-f y KU >-2-* 

3- (+) ~1- (2, 2-^xF+>>i^) -3- (L-^h*^) rt 
3 - (N* - £WK) -f>FU>- 

25 2-tf> (5. 3 0 g) Q*?;-fr (1 5 OmL) &&i::m&T*7KI?fl:# U ^ 
A (85%. 1. OOg) (3 0mL) *JD^ jR^«B*3«?IBIinJ»a 

fciinx. £C<bi;:«fc9PH£2 \zmm Lfc„ bfcW*Kiif;Vtft tb U 
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NMR (CDC 1 ,) 

6 7. 74 (s, 1H), 7. 35-6. 7 0 (m. 10 H), 4. 7 
3 Cdd, J=4. 4, 5. 9Hz. 1 H) , 4. 01 (dd, J = 
5. 9. 14. 6Hz, 1H) . 3. 86-3. 38 (m. 5H) . 
2. 90 (d. J = 15. 9Hz, 1 H) , 2. 65 (d. J = 15 
. 9Hz, 1H). 2. 18 (s, 3H). 1. 13 (t, J = 6. 
8Hz. 3H), 1. 08 (t. J = 6. 8Hz. 3H) 
(2) (+)-l-(2. 2-^h^ , >^)-3-(4-yf^x- 
7^y^;u^-;i/^^;i/-3- (N* - (4->Wx-;p) *u>f F) 

( +) (2, 2->^ h^r->x^;l/) -3-tFo + i/*M-;W^ 

-3- (N* - (4-^/^x-;l/) W K) -<>K'J>-2-*> (2. 
8g) £S^n;M*> (lOOmL) KfcfrU 4-v^>^7i>'b , 'J^> 

(1. 20g) x l-xf»;i/-3- (3-5M*--rt/75 y^ntVP) -*7;M?5> 
>f$K«iMS(l. 90g) > ^5hM^> (1. 1 0 g) *mfttiQZ.tZo £ 

3. 9 0g©SU^fc£4&*afet&;fc<fcl/TSfc (W8 1%) o 2Mb&»## 

(CHIRALCEL OD, -t?/Wl:5*I*8*) £ffltf*fcJgK8tt{* 

? o t h 7 * - ic <fc *##r "c»a*e* o 

R f = 0. 21 (^*^/ft»xf-/l/=2/l) : 

NMR (CDC 1 3 ) 

5 8. 33 (s, 1H), 7. 33-6. 91 (m, 14 H) , 4. 7 
7 (dd, J=4. 4. 5. 6Hz, 1H), 4. 03 (dd. J = 
5. 6, 14. 1Hz, 1H), 3. 8 2-3. 4 8 (m. 5H) . 
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2. 97 (d. J = 1 4. 6Hz, 1H), 2. 57 (d, J = 14 
. 6Hz, 1H). 2. 30 (s. 3H), 2. 22 (s. 3H) , 
1. 16 (t. J = 6. 8Hz, 3H), 1. 11 (t. J=6. 8 
Hz, 1H) 

5 [a] D 25 = 2 7. 9° (C = 3. 05, CHC1 3 ) 

(-) -1- (2, 2-^h + ->xf;l/) -3- 75 
j tuvtf-frll-fr-Z- (N' - (4-^5 1 ;U7x-;U) 7U"fK) -f>K'J 
>-2-*> 

io 1- (2. 2-v^ h*->xf-;i/) -3- (L-y > #;M-:-/Mf-;i> 
-3- (N* - (4->Wx-;l/) yUf K) -OKU >-2-tf 
v?7Xx U*^?- (HPLCHi&^K 1. 26g) Oi^;-^ (20mL) ® 
mzmUT'Tkmitft V 7 A (8 5%, 0. 0 7g) ®7k&& QOmL) £2inx.. 

^^^7 0°cTi^!t^u mmi>tz 0 m%mz**-m?L? uufrfr^-cvi 

fclbTO. 88g© (-) -1- (2. 2-^h*^i^) - 3-tKn* 

3- (N* - (4 f->l/7 x-;l/) 7 1/-TK) -OKU 
>-2-^>^^o ::n£v>*n;M*> (50mL) IcfcfrU 1 
20 -3- (3-'J*?JVTi;7u\Zfr) -tiJU#*J>(* K£B& (0. 5 2g) x 
/^hM^XO. 2 9g) ^Hftta*.*:,, S£4!j*l 8B#H«#U Rlfitt 

>/KKxf/l/=2/ltM) T**it8S!b0. 9Og0«Hffc£«&*fife»*a: 
25 bT^fc (JR¥9 0K) o *lk^0^gi*7A (CHIRALCEL 0 

ST&ofco :Rf. NMRtt*«gM17 40^«5ira«Fo : Ca] d 25 =- 
27. 6°C (C=l. 00, CHCla) 
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mmm 1 i 6 - 1 8 i 
5 immmiiei c+)-i-(2. 2-^^^f;i/)-3-(4-3- 

K7x-;i/) 7 #;i/#-;Mf-;u-3- (N* - (4-y f^7x-;v) v 

NMR (CDC 1 8 ) 

6 8. 60(s, 1H), 7. 55(d, J = 8. 8Hz, 2H). 
10 7. 3 2-6. 9 4 (m, 1 1H) , 6. 8 4 (s, 1H) . 4. 7 

7 (dd, J=4. 4, 6. 3Hz, 1H), 4. 00 (dd, J = 
6. 3, 10. 4Hz, 1H), 3. 82-3. 46 (m, 5H) , 
2. 96 (d, J = 14. 8Hz, 1H), 2. 65 (d, J = 14. 
8Hz, 1H) . 2. 23 (s, 3H) . 1. 20-1. 0 7 (m, 
15 6H) 

CHJ6W17 7] (+)-l-(2, 2-^ih*->ifA')-3-(2-^n 
27/Utf:=.;M*;i/-3- (N* - (4-^f^7x-;i/) «7Ui' K) 
>f > KU ^-2-*> 

Rf = 0. 14 (n-^tV*»if^=2/l) 
20 NMR (CDC 1 s ) 

5 7. 31-7. 22 (m. 2H) , 7. 16-6. 98 (m. 6H) 
. 6. 6 1 (s, 1H) , 6. 5 2 (s, 1H) . 4. 7 3 (dd, 
J=4. 9, 5. 9Hz, 1H). 4. 38 (t. J = 6. 3Hz, 
2H), 3. 97 (dd, J = 5. 9. 8. 3Hz, 1H), 3. 8 
25 4-3. 5 1 (m, 5H) . 3. 42 (t, J=6. 3Hz. 2H) 

. 2. 28 (s, 3H). 1. 17 (t, 3 = 7. 3Hz, 3H), 
1. 13 (t. J = 7. 8Hz, 3H) 
MS (m/e) 5 6 3. 56 1 (M + ) . 51 7, 51 5, 43 8, 158, 
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103 

[11*0017 8] (+)-l-(2. 2-^xK->xf;i/) -3-(2-3- 
Kxh**» #;M?x;M ^;U-3- (N' - *U>TK) 
-f > K'J >-2-*> 
5 R f = 0. 14 (n-^*tf y/#»xf-/i/=2/l) 
NMR (CDC 1 3 ) 

6 7. 31-6. 9 8 <m, 8H). 6. 50 (s, 2H), 4. 75 
(dd. J = 4. 9, 5. 8Hz, 1H), 4. 34 (dt, J = l 
. 5, 6. 9Hz, 2H), 3. 96 (dd, J=5. 8, 14. 2 
10 Hz, 1H), 3. 8 5-3. 5 2 (m, 5H) , 3. 19 (t. J 

= 6. 9Hz, 2H), 2. 93 (d. J = 1 5. 1Hz, 1H), 
2. 64 (d, J = 15. 1Hz. 1H), 2. 29 (s, 3H) , 
1. 17 (t, J = 7. 3Hz, 3H), 1. 13 (t. 3=1. 3 
Hz, 3H) 

15 MS (m/e) 6 0 9 (M + ) , 56 3, 53 5, 41 4, 103 
[a] d 25 =+8. 6° (C = l. 00, CHCls) 

[3**0117 93 (+) -1- (2. 2-^h + ->xf;|/) -3- (N' - (4 

-y x-;y) *w k) -3- ( (5-^ ^;ut 0 'j K-2--01/) 7$ y 
^M*-;Mf;i/) -r>K»;>-2-^-> 

20 NMRttftftm3 8®ft*tt&n«. : [a] d 25 = + 5 3. 7 6° (C = l. 

09, CHCls) 

[H*0I18O3 (+) -1- (2, 2-^ih*'>if/P) -3- ( (4- (N 
, N-v^^;P7$ >0 7i-;i/) 7$y*;i/#i^f-/i/) -3- (N' - (4 
. -^f;P7i-;l') Wt K) 4 > KU >-2-*> 
25 NMRliHWJl 3 'OOft^ttiTOo : [a] D " = + 55. 09° (C = l. 
02. CHC Is) 

[HJS0J1 8 1] (+)-l-(2, 2-^h*i/xf^)-3-((2-> 
h**tru K- 5-^/10 TSyrt/M-C-ZMf-;!/) -3- (N* - (4-^^ 
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;i/7 i-;i/) fi/-f K) 4 yh'V >-2-*> 

NMRI*Hite0Jl 4 3 0<t&Vlbm*$o : [a], 25 = + 2 2. 5 4 (C = l. 

02. CHC 1,) 

mmm 1 8 2 - 1 8 a 

[HWJ182] (-) -1- (2. -3'- (N f - (4 

->f;V7x-;i/) IH" K) -3- ( (5-^^;Wh 0 »; K-2-- OlO 
# jvX-jW ^10 <OK l J>-2-*> 
io NMRIiHWJl 38®4t&®tmmo : [a] d 25 =- 5 8. 8 3° (C=l. 

03. CHC 1 8 ) 

CHSf§0]18 3] (-)-l-(2, 2-^ih + ->if;l/)-3-((4-(N 
, N-i?yf;l/7^;) 7x-^) 7;;*M'iW^) -3- (N* - (4 
->f;i/7xx;i/) t> W K) >f > KU >-2-*> 
15 NMRttH16«13 0Oft^«li:H<So : [a] d 25 =-6 0 . 9 1° (C = l. 
06. CHC Is) 

[HWJ184] (-) -1- (2, 2-^h + ^if;i/)-3-((2-^ 
h + s/tfy K-5->T;u) J #;m?.=.;m^iO -3- (N* - (4-^f- 

20 NMRIiSU6fll4 3©fc£4&£IWo : [a] D 25 =- 2 5. 1 9° (C=l. 

04. CHC1 8 ) 

[HJfe^J185] (3RS)-l-(2. 2-^^^f^)-3-(L- 
*;MC-7Mf7l/-3- (NT - (3-^ h + ^7x-;l/) OU^f 
K) -r>K , ;>'-2-^> 
25 (RS) -1- (2. 2-^x^-/xf;i/) -3- (N f - (3-> h*->7* 
*U>f K) <Y> K»J >-2-:*v (0. 2 0 7 g) ©E»S» f-d/X/l/* 
*->K (4mL) »»i:*i;«5At e r t 7* h3=--> YOftM'Jt 'f-JlZJl/fclri/ 
K»« (1M> 0. 5mL) *a*»ffl«TSaTto*^ C0M£1&£3 0#S£ 
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#»:/n*f|s» (L-> >f-;iO (0. 166g) ©^^>f;vx/i/*+^F 
(2mL) M^STbfco w©RJ&«£IWe3 05MI#U &£zk*K££ 

mW T'ftSibTO. 17 0 g©«Hik^«5*flA: (W5 6%) 0 #4t&$l£ 

HPLC I5fi!t» 569 ('Jf>->g>^'f^47min) 
&f£# 44»( l JfV'>3>^'f^=52min) 
*7i:YMC-Pack CN A-514 (6. Ommtf 
x30cm) x HRJ»IS:^*tf>/4 77n/V---rt>=10 0 
/l, OraL/m i n> &tb : UV2 5 4 nm 

R f = 0. 36 (**-fr://»ttif-rt' ss 2/l) 
NMR (CHC 1 s ) 

8 7. 30-7. 20 (m, 2H) . 7. 16-6. 92 (m. 5H) 
. 6. 79-6. 75 (m, 2H) , 6. 5 7-6. 52 (m. 1H 
) . 4. 80-4. 75 (m, 1H) . 4. 72-4. 62 (m, 1 
H) . 3. 9 9-3. 5 1 (m, 6H) . 3. 7 1 (s, 3H) . 3 
. 01 (d, J = 14. 8Hz, 0. 5H) , 2. 96 (d. J = l 
5. 2Hz, 0. 5H) , 2. 62 (d. J = 15. 2Hz, 0. 5 
H) , 2. 54 (d. J = 14. 8Hz, 0. 5H) . 1. 83-1 
. 71 (br, 1H) , 1. 65-1. 59 (m, 4H), 1. 42 
-0. 5 7 (m, 3H) , 1. 2 1-1. 0 9 (m, 6H) , 0. 8 
9 (d, J=6. 9Hz, 1. 5H). 0. 88 (d, J = 6. 9H 
z, 1. 5H) , 0. 82 (d, J=6. 9Hz, 1. 5H) , 0. 
77 (d. J = 6. 9Hz, 1. 5H), 0. 70 (d. J = 6. 9 
Hz, 1. 5H) , 0. 64 (d, J = 6. 9Hz, 1. 5H) 
[HS60J1 8 63 1- (2, 2-^xh*^^;!/) -3- (L->>h**>) 
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iifrtf-frt^fr-Z- (N* - (3-^ ^y7x-^) tfU-fK) -OKU 
>-2-^yom- ^7Xfl/t7- (HPLCfJj£#) 
fcH38fiI8fc (RS) -1- (2. 2-yxh*$/xf-;i,) -3- (N* - (3- 
/ h*i/7 K) >f > K'J >-2-*>£ffi^T, HJfe^J 1 7 2 i 

£tt**H**giia:l/t»fc (U$3 2%) o *<k^«!l«i*tt#^D-7h^7^ 

HPLC 'Jf>^ 3 ^^A=4 7min 

*7^: YMC-Pack CN A-514 (6. Ommtf 
x3 0cm) > gHSii :^**>/>rv^D/<y-;i/=l 0 0 
/l. «E»:1. OmL/min, ttij : UV254nm 
R f = 0. 36 (^*tf://»»xM<=2/l) 
NMR (CHC 1 3 ) 

6 7. 29-7. 24 (m, 2H) , 7. 15-7. 09 (m, 2H) 
. 6. 70 (t. J = 7. 6Hz, 1H), 6. 95-6. 91 (m 
. 2H), 6. 7 9-6. 7 3 (m, 2H) , 6. 53 (dd. J = 
2. 0, 8. 2Hz, 1H), 4. 77 (dd, J=5. 3. 5. 9 
Hz, 1H). 4. 75-4. 61 (m. 1H), 3. 93 (dd, 
J = 5. 9. 15. 9Hz, 1H), 3. 85 (dd, J = 5. 3. 
15. 9Hz, 1H), 3. 73-3. 54 (m, 4H) , 3. 70 
(s, 3H) , 1. 9 1 (b r, 1H) , 1. 8 7 (b r, 1H) . 
1. 6 7 (m, 4H) . 1. 3 6-0. 7 1 (m, 3H) , 1. 19 
(t. J = 6. 9Hz. 3H) , 1. 11 (t. J=6. 9Hz, 3 
H) , 0. 8 8 (d, J = 6. 9 Hz. 3H) , 0. 8 3 (d, J = 
7. 3Hz, 1H), 0. 66 (d. J = 7. 0Hz, 3H) 
[H»J1 8 73 1- (2. 2-^x|. + .>xf;i/) -3- (D-^>h*-» 
#/M-:x;M^-3- (N' - (3-> h**>:7 x-;l/) ?l/>r K) -f >KU 
>-2-*><Dm-V7XTl<*'?- (HPLCfJ^) 
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&%mmz (rs) -l- (2, -3- cn* - o- 

y ^->7x-;l/) *u>f K) -OKU >-2-*>*ffl^* KJft£iJ£LT7 e o 

17 2 tmmoKJB^n^tz^ J VZfu h'/l/x-f^^I^t^CiCJ; 
$«Bft&^£#jReii£LT*§*: (]»3 2%) 0 *^»*il»ftft^D7 

fc 0 HJfeflJl 8 6 0MOitft«©t, HPLC, NMRCT-^Ji-^tli 
|pI^-C*5o 

[^«fe0J188] (+)-l-(2, + -3- 

;i/7x-;i/) 7$ y*/u#i^f-;u-3- (N f - (3-^ h + «>7xi/l/) 
SU* K) -OKI) >-2-*> 

1- (2. 2-^xh + '>x^) -3- (L-^>N*vO ^l/tf-^M^i/ 
-3- (N' - (3-> h + ->7i-yl/) ^U-f K) W > KU >-2-^*>cd# 
-i?7Xfl/t?- (HPLCiJ5)c#, 2. 57g)Ox^;-;K150mL) 
»ttCSfiT*»^*y^A (85%, 0. 6 0g) O**»(5 0mL) 

9 0 g® (+) -1- (2, + -3-bKo*W#x 

/I/yf/l/-3- (N' - (3-n + »>7xx;l/) <f>K'j>-2- 

(+) -1- (2, 2-yxh + ->x^) -3-tKD + ^;^x;pyf;l/ 
-3- (N' - (3-^ h + ->7xx;l/) ?l/>f K) -OKU >-2-*> (0. 
5g) v^o;M*> (3 0mL) ir»j^U l-xf-;l/-3- (3-$>>f-;U 
7U^oh» -j&/l/*K2M5 K£»S.(0. 22g) . ^F;W^> (0. 

2 0g) zm&totto M&y}*9m®mw&. KJL^mm^j^^mb, 
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Rf =0. 2 1 (^*-0/fFift*-*-A/==2/l) : 
NMR (CDC 1 8 ) 

6 8. 15 (s, 1H). 7. 3 5-7. 2 3 (m. 6H) . 7. 13 
-6. 9 1 (m, 6H) , 6. 7 3 (d. J = 7. 3 Hz, 1H) . 
6. 50 (dd, J=2. 4, 7. 8Hz, 1H), 4. 79 (dd 
, J=4. 4, 5. 9Hz. 1H), 3. 98 (dd, J=5. 9. 
14. 1Hz, 1H), 3. 8 6-3. 5 2 (m, 5H) , 3. 67 
(s, 3H), 2. 98 (d, J = 1 4. 6Hz, 1H), 2. 54 
(d, J = 14. 6Hz, 1H). 2. 30 (s. 3H) , 1. 18 
, (t, J=6. 8Hz, 3H), 1. 10 (t, J=6. 8Hz, 
3H) 

[a] d 25 =+3 3 . 8° (C = l. 07, CHCls) 
[HWJ189] (-) -1- (2, 2-^h + ^V)-3-(4-^f 
;i/7i-;u) T^y*/P*-^^-3- (N* - (3-^ ^->7x-;i/) 

1- (2, 2-^h*->xf-/l') -3- (D-Oh*-» 
_ 3 _ (n« _ is-/ h**>7x-;l/) K) O KU >-2-0©# 

-i?7Xfl/t7- (HPLCfl^, 1. 89g) Ox^y-;l/(10 0mL) 
SRCSflt*!^*^^ (8 5%. 0. 4 6g) (3 0mL) 

it. M£^£8 0 < tT2B$Eii#U ftlftl/*:,, a««iK7K*iDi^oo*^A 
Tftfrbfc&s Ctl{C2N^i?^J!inx.<5-<!:(Cj:t)PH^2irigii5b^o 

T. 1. 76g© (-) -1- (2. 2-yxh#i/if;l/)-3-bKo# < > 
*;MC.=./Mf-/l'-3- (N* - (3-^ h*->7x-/P) * K) OKU 
>-2-:0£^*:o 

(_) (2, 2-yi^'>^) - 3-tKn + i/*^-W^ 

_ 3 _ (N » _ ^->7i-;l/) *!/>f K) O KO-2-O (0. 
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50g) £v>?p;M^> (30mL) KjgfrU l-i?-;l/-3- (3-^> 
W;;^Dh^) -rt/l/aKSMS K&Kifi (0. 2 2gK 
(0. 2 0g) *0&ft];tfco &£1fc£9l$Bffl£#&x 

[a] » J5 =-36. 9° (C-l. 02, CHC1 S ) 
3Wt«19 0-19 1 

mmm 1 8 8 -can^^ *j >©ftt> 5 k&st s >&Rimt bxm* 
* z tmitm.mm 1 8 8 tmmom^v^-foit^mmm btz B 

[HJ6W19 01 (+) -1- (2, -3- (N* - (3 

h^v/7x-^) K) -3- ( K-2-f ;10 7$ 

y > K 'j >- 2 > 

R f % NMRI**)km5 8©fc#M^neo 
[a.] d"=+54. 08° (C=l. 03. CHC1 3 ) 
[HM0J191] (+) -1- (2, 2-^h*->if^) -3- (NT - (3 
h*i/7x-;i/) *l/>f K) -3- ( (4- (N' N-5>y 9^7 S y) 7i 
7U* > p y 2 > 

Rf, NMRliHifcflll 5 6©tt£^£|I|^o 
[a] D »= + 61. 79° (C=l. 00. CHCls) 

mmmi 92-193 

nmm 1 8 9 xm^tz^y v »j s> >©fu> 0 K&ig7 $ t txm 
i>5 c 18 9 tmmonftvmToit&mzm® vtz 0 

[HWJ19 2] (-) -1- (2, 2-yih+->xf;l/) -3 - (N' - (3 
-y h^>>7i-;l/) *7l/>f K) -3- ( Y-2-4)V) 7> 

y # /i/iK->M f-AO <Y > K U >- 2 > 
Rf. NMR{*Hi6^15 8©^«B4:^o 
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[a] o n =-54. 91° (C=l. 01. CHC1 3 ) 
[HWJ193] (-) -1- (2. 2-^x^->xf;i/) -3- (N' - (3 
h**>7x-;K) ^ l^-T K) - 3 - ( (4 - (N' N-i?S?fr7i;) 7x 

5 Rf. NMR«H»11 5 6©fli£^<i:|nl^o 

[a] d 25 =-6 3. 9 9 e (C=l. 00. CHC1 3 ) 
[HWJ194] (+) -1- (2. 2-^iF*'>ifA/) -3- ( (4- (N 
, N-SM^WT ^ J) 7;;*W-W^) - 3 - (N* - (4 

m. p. 18 0°C (dec omp. ) 
NMR (DMSO-de) 

6 9. 9 8 (br. 1H). 9. 13 (s, 1 H) . 7. 57 (s, 1 
15 H) . 7. 46 (d, J=8. 2Hz, 2H) , 7. 25-6. 80 

(m, 1 1H) , 4. 7 5-4. 6 9 (m, 1H) . 3. 8 5 (dd 
. J = 5. 8. 14. 6Hz. 1H). 3. 7 7-3. 4 4 (m, 5 
H) , 2. 83 (d, J = 14. 1Hz, 1 H) . 2. 51 (s, 6 
H) , 2. 47 (d, J = 14. 1Hz. 1 H) , 2. 18 (s, 3 
20 H) , 1. 11 (t, J = 7. 3Hz. 3H), 1. 07 (t, J = 

6. 8Hz. 3H) 
[a] d 24 = + 9 8. 8 8° (C = 0. 72, M e OH) 
[#%0J2 73 1- (2, 2-^ih*">if^) -4>Y-fr 
4>Y-fr (12g) C^ymm^F (lOOmL) lifcttKSfi-C 
25 TK^k+hUOA (6. 5g) ^*nx.^o «£4&*EflTlB#HHI#SU 7*p* 
74? h7;Wr t VVx-f-frT-kf-fr (2 OmL) *jRjDUCOiR^«B*5 0° 
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NMR (CDC 1 3 ) 

6 7. 6 0 (d. J=6. 9Hz, 1 H) , 7. 39 (d. J = 9. 1 
Hz, 1H), 7. 2 6-7. 0 3 (m, 3H). 6. 48 (d. J 
= 3. 4Hz, 1H), 4. 64 (t, J=5. 1Hz, 1H), 4 
. 20 (d. J = 5. 1Hz. 2H) , 3. 7 9-3. 4 7 (m. 2 
H) , 3. 4 2-3. 2 4 (m, 2H) , 1. 12 (t, J = 7. 3 
Hz, 6H) 

[#%M281 1- (2. 2-i?xF^-/x^)-3, 3-5>* p*-* > K 
U >-2-^> 

1- (2, 2-^xh^r->x^;i/) _^>K-;l/ (2 3g) t*)m-*m 
y*A (3 1g) OWifA' (ID »»*fc**T* ftEtt***hy*A 

7k»« (5%, 7 0 OmL) Z1jQZ.mW?l OaM«#Lfc« *I£^£7k. 

£MET&*tl/T3 1 g©«MMfc£to*f§fco 
R f = 0. 5 0 C\**>/l»i^/u-3/l) 
NMR (CDC 1 3 ) 

5 7. 61 (d. J = 8. 2Hz, 1 H) , 7. 40-7. 30 (m. 
1H). 7. 22-6. 9 8 (m, 2H), 4. 74 (t. J = 5. 
4Hz, 1H). 3. 84 (d, J = 5. 4Hz, 2H). 3. 86 
-3. 6 7 (m, 2H) , 3. 6 0-3. 4 0 (m. 2H) . 1. 1 
4 (t, J = 7. 3Hz, 6H) 
[##002 9] 1- (2, 2-i?xh**>:iL?-;u) 

1- (2, 2-^i^->if;l')-3 1 f >K'J>-2-* 

> (3 1g) ©vM f7l>x;l/ifc*$/ K (2 0 OmL) ®mz. EJ6fl«*<2 0" 
C*«i«^«fc^lCbT*»ft^hy^A*»jft (14. 5g/50mL) 
TbiSI^'e4 5^3i^L/fco d©g£«BC*46» (15. 5mL) *®r><*)lB 

t^o h y * A±-Ctt*a»ttbT 2 5 sOlM^llift 
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Rf = 0. 8 3 (^ontW^y-;l/=2 0/l) 
NMR (CDC 1 ,) 

6 7. 7 5-6. 9 5 (m. 4H), 4. 71 (t, J=5Hz, 1H 
5 ) . 3. 8 9-3. 4 0 (m, 6H) , 1. 16 (t, J=7Hz. 

6H) 

[HWJ19 5] (RS) -1- (2, 2-x^">xf^) -3- (N' - (4 

f;b7i-;l/) K) > K'J >-2-*> 
-i^r+y (1 7 6g) (3. 8L) KJn&&Ji?$ii\ i£$0-y 

10 h*v*i/Jl'7i > (1 0 0 g) tfMi- h Vtf A3jjOfD«0 (1 3 6 g) © 

tk (4oomD ®%L%ti\x.tLo z.<Dm&m*w&x*i oftmm&u mmbtz 0 

TkEB^hV ^ A±-e&$, ^uri9 2go3-> r > ku 

2 OW 9 1%) 0 coffl^^Jiflffii^tr^S^irffll^o 
15 NMR (CDC 1 8 ) 

S 9. 36 (br, 1 H) . 7. 94 (d. J = 7. 6Hz. 1H) 
. 7. 34 (dt, J = l. 3. 7. 6Hz, 1H). 7. 05 
(dt. J = l. 0. 7. 6Hz, 1H), 6. 92 (d, J = 7 
. 6Hz, 1H) , 4. 3 1 (s. 3H) 
20 M&m8itmTx N. N-^^;u*;WA7$ K (1 L) *K!&Sb*:7K3Ht^ 
hU^A (6 0*>ft#U 5 0g^^f->^U^^>©) ICO* CT3-^ 
•>>f $y-^>KU >~2-^-> (1 76g) ON, N-i?ym;^7i K 
(3D £&£ffiTU*:o wOii^{CN, N-^^;WA7; K (ID 
iyotTHr h7;i/f t K^iWt^-;i/ (3 3 OmL) ^Snx.7 0° C(C 

25 mu$^h4 5^it^b^ 0 Kmmzmmu w^m^mk^^x^h. 

^TKT^U^o W«S^7KHSE^hU»i/ATt:^ S^UT2 8 4 g01 
- (2. 2-^^->xfji/) -3-^ >h'*)>- 2-* > 

(JR*9 7».) o 
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NMR (CDC 1 3 ) 

5 7. 9 3 (d, J = 7. 8Hz, 1 H) , 7. 36 (dt. J = l. 
5. 7. 8Hz, 1H) . 7. 0 8-7. 0 0 (m, 2H) , 4. 7 
0 (t, J = 5. 4Hz, 1H), 4. 29 (s, 3H). 3. 85 
5 (d, J = 5. 4Hz. 2H) , 3. 7 9-3. 4 3 (m, 4H) , 

1. 14 (t, J = 7. 3Hz, 6H) 
1- (2, 2-5>xh*5'if-AO -3-> 5 y -- f > KU >-2 - 

(0. 5 1 g) ©i^;-^ (3 OmL) W5^7^-)A^ (5 0 
mg) &2S£ttlfc (lmL) fcin*.* £©»»tt***£ffl«Tv SfiTl 8 

x> (30mL) Cffi&U 0° CT h U x^;U7 S > (0. 25mL) <t'<5 
YVMVfTI—h (0. 27mL) £io;U fi£4JteMTll$ffillK#Ufco 

KtomzmnMk* lt o . 5 5 g ©««ft£«i*3;fco 

NMR (DMSO-de) 
15 6 8. 63 (s, 1H) , 7. 33-7. 16 (m. 4H) , 7. 12 

-7. 16 (m, 4H) , 5. 0 5 (d, J = 7. 4 Hz. 1H) , 
4. 77-4. 63 (m. 1H) . 3. 84 (dd. J=5. 7, 1 
4. 6Hz. 1H) , 3. 77-3. 4 0 (m, 5H) . 2. 22 
(s, 3H), 1. 08 (t, J = 7. 4Hz, 3H), 1. 06 
20 (t, J = 7. 4Hz, 3H) 

[HWJ1 9 63 (+) -3- (p-7a^yi?D^i/) fjAs#-*jtf-A>- 
1- (2, 2-^F* , >if;l') —3— (N* - (4->Wx-;v) ? u 
<< K) >KU >-2-*> 

(+) -1- (2. 2-^xh*->ji^;l/) -3-tKn^^;i/t:-;Mf 
25 3— (N' - (4->f/b7i-;l/) *W K) ^f>K'J >-2-*> (0. 

3 36 g) & t J>**A'XA'**i/ K (lOmL) Hj&frU 4-$»f-rt/7$y 
tfU^^CO. 10 8g). l-if-7l/-3- (3-S?yf-^7 5 yyotvio 
-*;i/#5M$ K£&& (0. 170g)> A-zfv^KyyfrTfri-fr (0. 
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1 6 6 g) *nxm*.t:o 8B#iaa£#u mmistzo ss^**— r 

= 2/l-C*«) TflfibO. 2 1 9 g0Mft£«B£ Sfe»5|c iUTllfc (JR 

NMR (CDC 1 8 ) 

8 7. 45 (d, J = 8. 8Hz, 2H) , 7. 3 0-6. 80 (m. 
10H), 6. 71 (s, 1H), 6. 60 (s, 1H), 5. 05 
(d, J = 12. 7Hz, 1H). 5. 00 (d, J = 12. 7Hz 
, 1H), 4. 73 (dd, J = 4. 9, 5. 9Hz, 1H), 3. 
93 (dd, J = 5. 9, 14. 6Hz, 1H), 3. 83-3. 3 
0 (m, 5H) , 2. 9 7 (d. J = 15. 1Hz. 1 H) , 2. 6 
5 (d. J = 15. 1Hz, 1H), 2. 28 (s, 3H), 1. 1 
5 (t, 3 = 1. 3Hz, 3H), 1. 10 (t, 3=7. 3Hz, 
3H) 

mmmi97i 3- (+) -1- (2, 2-^h+>>xf;v) -3- cn* 

- (4-yWi-;l/) O l/-f K) -3- ( (lR-l-^Wn^-» 

v K u 2 > 

HJfeWl 9 6TfflC>^4~^n^^s>^;l/T;P3->'I/Ont>*)CR-2-^^ 
y -;HfcE«3W£ LTffl^S - 196 i:RI»©»^-e«jli^<ft 

NMR (CDC 1 3 ) 

5 7. 3 0-7. 2 0 (m, 2H) , 7. 13-6. 9 2 (m, 6H) 
. 6. 89 (s, 1H). 6. 79 (s, 1 H) , 4. 87-4. 7 
0 (m, 2H). 3. 95 (dd, J = 5. 9. 14. 1Hz, 1H 
). 3. 8 6-3. 4 6 (m, 5H) , 2. 95 (d. J = 15. 1 
Hz, 1H), 2. 56 (d, J = 15. 1Hz. 1H), 2. 26 
(s. 3H), 1. 5 5-1. 3 7 (m, 2H), 1. 21-1. 0 
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0 Cm, 9H), 0. 81 (t. J = 8. 1Hz, 3H) 
[Hi&fBJ 1 9 8 ] (+) -l-*;i/5;i/>f-;u-3- (4->Wxi^) y 
;;^;i/-t:-;Mf;i/-3"- (N* - (4->Wi^) r> u-r K) -T>K 
'J y-2-tf^ 

5 (+) -1- (2. 2-^F*'>i^) -3- 7 

;;*M:-Wf^-3- (N' - (4-^f-;u7x-;u) ^u^K) -f>K 
•J>-2-5f>' (0. 22 7 g) h> (5mL) $fti;:6&£ttffc (5m 

L) in*. 10»ISflnf!&««Ebfco 5l6«*a«SU SS«B*ft»xf-^*C»« 

io 1 8 9 g 0*«^^1»*a^S £ btifco 
NMR (CDC 1 s ) 

5 9. 59 (s, 1H), 8. 12 (s. 1H), 7. 42 (s. 1H 
) . 7. 3 1-6. 8 4 (m. 12H) . 6. 5 7 (d. J =7. 6 
Hz, 1H). 4. 62 (d. J = 18. 8Hz. 1 H) . 4. 29 
15 (d, J = 18. 8Hz, 1H), 2. 90 (d, J = 1 5. 9Hz 

. 1H) . 2. 5 8 (d, J = 15. 9 Hz, 1H) . 2. 2 5 (s 
. 3H) , 2. 1 8 (s, 3H) 
[HWJ1 9 93 (+) - Kn*'>*^-^f 
;l/-3- (N* - $l/>f K) >f > KU >-2-*> 

20 mmmi98xm^tz (+) -1- (2, 2-^1^^^) -3- (4 

K) > KU >-2-^->©ftt>0C (+) -1- (2. 2-^xh 
*v/x^;i/) -3-t Kd + ^*M^M^-3- (N' - (4-^Wx 

25 0J l 9 8 £E«©»fl^«B*l:£«l*»S! bfco 
NMR (DMSO-de) 

5 9. 61 (s, 1H), 8. 95 (s, 1H), 7. 33-6. 94 
(m, 10H) . 4. 6 8 (d, J = 18. 5 Hz. 1H), 4. 5 
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4 (d, J = 1 8 . 5Hz, 1H), 2. 87 (d, J = 15. 8H 
z. 1H). 2. 56 (d, J = 15. 8Hz, 1H). 2. 17 
(s, 3H) 

2 0 0 3 3- ( + ) -1 f-;l/-3- (L-y>b*«» * 

5 ;i/sK-;Mf-7U-3- (N' - (4-^Wx-;l/) $ W K) >f>KU>- 
2-*> 

fHifeflll 9 8"Cffl^fc ( + ) -1- (2, + -3- (4 

Wx-;i/) 7*ya/M?.=.;i>>f-;i'-3- (N* - (4->f^7x- 
*U-f K) *f > K'J >-2-#>0ft*>$i:: (+) -1- (2. 
io +->xf^) -3- (L-^h + vO *;l/#-yM^^-3~ (N* - (4- 

EWiUftm 9 8 <!:Ka©aftTSIJIi^«!l*IIS»!Lfeo 
NMR (CDC 1 s ) 

6 9. 72 (s. 1H). 7. 33-6. 68 (m, 10H). 4. 7 
15 5-4. 61 (m, 2H). 4. 47 (d, J = 17. 8Hz. 1H 

). 2. 99 (d. J = 15. 4Hz. 1 H) , 2. 63 (d, J = 
15. 4Hz, 1H), 2. 26 (s, 3H) . 1. 92-1. 84 
(br. 1H), 1. 71-1. 59 (b r. 3H) . 1. 43-1 
. 38 (br, 1H). 1. 30-1. 14 (b r. 4H). 0. 8 
20 9 (d, J=6. 6Hz, 3H), 0. 82 (d, J = 6. 9Hz. 

3H) . 0. 64 (d, J = 6. 9Hz, 3H) 
IHJS0I2O13 (+) -1~ (2-k Ko*5/^5;x^) -3- (4-* 
f;i/7xx;i/) 7 ^ J tuvtf-)W?j\,-3- (N* - (4-^f-;U7x~;i/) 

K) >r>K , ;>-2-*> 
25 (+) (4->Wxi*) 7$y*^#-;u 

y ^-3- (N* - (4-^;i/7x-^) £ p>f K) >f > KU >-2-*> 
(0. 0 5 0 g) (lmL) KSJBSit* W&t Kn*wt/7S> 

(0. 021g) £ffl$H-hy*A(0. 02 1g) ©* (lmL) fcttfcin* 
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fz 0 z®m&®i*muT*immmwL, mmLtz 0 nwmz^ia^wm^^ 
mm^fzo - ©ffl^BJt'ft* •> u * ?>\<* v^twhr??* -Titss ( v ? o 

;M ?>/g^x?-;l/= 1/1T&8I) LT 0. 0 4 5 gOiM^Ifc o 
5 Rf = 0. 1 8 (^^o;M^>/ft»xf-;l/=2/l) 
NMR (CDC 1 s-DMSO-de) 

6 10. 09 (br, 0. 5H). 9. 62 (br, 0. 5H), 8. 
69 (br, 0. 5H) . 7. 5 7 (br, 0. 5H) . 7. 4 3- 
7. 38 (m, 1H) , 7. 30-7. 14 (m. 5H) , 7. 06 
10 -6. 77 (m, 9H) , 4. 71-4. 52 (m, 1. 5H) , 4 

. 30-4. 18 (m, 0. 5H) . 2. 89 (d, J = 14. 5H 
z. 0. 5H) . 2. 85 (d, J = 14. 5Hz, 0. 5H), 2 
. 5 1-2. 4 0 (m, 1H) . 2. 26 (s, 3H) , 2. 19 
(s, 3H) 

15 H»flNI:£tt©fliiia;£*A. Bic^o 
%Btlfl|g>tlS8i! 

+ > (C h a n g) ^0;£& [B i o c h em. Biophys. Res. 
Commun. 1 34, 8 9 5 (1 9 8 6) ] KIpfcT*^** hatt«HK*H 

20 Jjbfeo ^-M/-**tt*^*y h*91l«iK*««U A (E 

a g 1 e' s MEM. 2mM L-glutamine. 2 5mMHEPES. 
pH7. 4) *Ttt$*fcJ;0IB*rl/fco nm*tiizim'i:&i#\stzVL* 0. 0 
25%CollagenasexO. 01% Soy bean tripsin 
inhibitor, 0. 19tfBSA*#tf9 5K 0 2 . 5%C0 2 #x£i§m 

25 ZMzmffi%LA*"Q'( yZ-z.K-i/a yLfz (3 7°C, 6 0#R3) 0 

^.y mi* & «««A-c2iHiife*ufeay v>a»wfli/*au 
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±iB©«k9^W$8Stiy!:*^'y h&ttgJ8£S3rttB (H a n k' s so 
lution, lOmMHEPES, 0. 2% BSA. pH7. 4) CS1 
»Lfc h lEfcfc!) 10ml 0iiiSj&B) 0 

5 gil^^iilEW 2 0 0 jk lie 20//lO 125 I-Gastr 
in I human (*f**£2 2. 5 pM) fc«fctf 1 0 /H ©ttHftefc** 
tMi*-©^J& 0 #M©P e n t a g a s t r i n 

ttJ*§£ffl) fc«inU $®&B£jto;iT£:fi lmltbfco 2 5°CT4 5#f E 3 
>*a^-^s > tfctll 2 0 0 0 gTg4>#8iU ±J**!ft?ll»*Lfca8 

15 &W.2 0 0 gfff&©S p r a g u e-D aw 1 e y&*g&5 ? h&2 4B#f!g*fe 

*g*Lfc»K:B§IMP*B!l^ »£f6*T£iftfil/fco 4B#HHfeKx- , r;i'«»fc 

3 0 0 0 r pmT«&£«U ±»*^ffiU0. IN NaOHSftCi.DpH 
20 7. 0*T»3£UTHtt«K**a6yto $ £{wfffcS£fifti&£©gck91I?& 

*ttC»jBb2m 1 /k g©S**ttP9e*e«K+-}&»rtlcfi:#Ufco 

itpftj^ (%) = [ (*fM^O¥^llS^tB*-^®I^^S^^0¥^IK 

/»jHS©¥^pr»»m*] x ioo 
25 ft***cii^-ro 

f + > (Chang) Wft [Proc. Natl. Acad. Sci. 
USA 8 3. 4 923 (1 9 8 6) ] i:$DT7-y h*K&MHa*H»!U 
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fco Spr ague -D awl eyiltt7 7 h <k fcH U *&T5 0 

mM T r i s -H C 1 (p H 7. 4 ) ICS LfcflU *ffii&K&iiJRi btz 0 

*-h&2, 5 o o g-e£&#«u mz>titz±m%5 o. ooog-cssa^ 

#fif Lfc 0 ftSE^SiSftffift (lOmMHEPES. 5mM MgC 1 2 . lm 
M EGTA. 1 3 OmM Na C 1 pH6. 5) S-tffco 

±IB0«fc 9 KiHSSSft*:? v h*ISI&aRll^»j»* 150^1 (120^1© 
125 I-CCK-8 sulfated (*&*£1 5pM) fc«kcn On 1 0® 
Hfc*tte*Wi*<D*« £fcl*l#M©CCK-8 sulfa 

t ed (imm&im&m) *«inU 5fCi®^MTiilmlilfc 0 2 
5ttl 2 0»fflK a r'UfcSU GF/B7^1/^- (Wh a tm 

an) i:J:0»aU 7 * ^^-IC!R»bA:«il»Ott»Stt*r 

C C K-B Hr:/* -^®#IIWfS£li£l§£S £#4#ISW*S£*©2 J: 0 *■ 
tfu tm*b£4»ICJ:Sfc#IW*&£*0lS»J:O I C 5 offl**tfJUfco 

S C t>BJ§ «fc -5 |i *fgHj§©4b£^ Bfttlfc 1ST* Y U >5$(*Sin:ffffl £ 
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ollinger-Elli s o ng^ffOteStRtf?^ &£l>iiVf»gffi<Z> 
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i $ o ig BS 

1 . -aaa a ) 

o 

X-C-NHR 3 

K 

io £WbT^T*><J:^te&7;M i ;i/&. ®&g£WbTi>T*>«k^>*n7;i'*;i' 

w&m*G\sx^xt>£^7v-j\<m, n^*WLTi>Tt>«ki>ig^s 

*3%U R4l*7k&ir?s ®&S£WbT^Tfc«fc^£il87;l'*;l^ @&g£ 
-SR 6 ^ -NR 6 Rt£^U R^ R 6 x Rt^PI— Tfeltt^Tt^ t>«k < *tl 

15 -rnTK^E^ ®&g£Wl/T^Tt><fc^ffi&7;i'*;i'gx B&g£*rL-ovr 

*><fc(,>S/*P7,MM'g> l&g£Wl,T^T*>«fc^7';--;l/g. g&g£WL 
T^Tt>«i:^&£38g. ©&7;m*v/g x ®&g£*rbT^Tt>«i:^7Syg 
Re. R7li-*&KttoT- (CH 2 ) »-> - (CH 2 ) ,NR 8 
(CH 2 ) OStfk, 1, m[i*ft^lfr£8©8&£*t-) *UT*>«J: 
20 < % R 8 {*7K5RlS ; ? : tfc{ifii^7;u^;i/S^U X. Y\$m-x*>mti->x^ 
tt)<k<x -CH 2 -> -NH-£*:l*-0-£^U n \t 0 £ 4 ©SEtt*^ 

2. HRS (I) Cfct^T, Ri^oy^lSMfctt^ ffi&7;u*;i/g£rt: 
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^LT^Tt>«k^filR7;i/*;l/S*A:l4 x B»££Wl/T^Tt>J:^S'* 
*/l/K£fcfeU B*«£WLT^T*>.fc^7y-/UgT&'K R4*<fi»£**r 
UTt*TfcJ;lH6a7/Mr/l/£*;fclix Bft**Wl/tC*Tt> J:C*7 U 
B&S*WLT^Tt><k^tt*3*a* SfcfcU -OR 5 £fcti. -NR.Rt*^ 
U R 5 . R 6 . R7»K— ■Ct>Stt-9T^T.4>«J:<**i-€ f n*3RIS?*A:ttx H 
»**WL/T^Tt>J;l^fift7^-A'**fcli^ E&SfcWl/t^TfcJ:^ 
y--rt/S*fctt^ B8lg*WLT^Tt>J:^|l3BBS*fcJi. fifi7^3*«>I 

B&g&WLT^-tt>«fc^7 £ ygT&tK R 6 , R T tt— IgKfco 

T- (CHi) ■»-. - (CH a ) )NR 8 (CH 2 ) (5$#k. 1, ml***l 

*nifr&8 ^ut*>j:<> R 8 ii**K?*^ttiaft7;i/4 i ;i' 

S^r^o Xli N -CH 2 -. -NH-*fctt-0-**U Yl* s -CH 2 -£ 

3. — ttS (I) Kfct^T. R.^oyvl^fcli, fia7/l/*/UK*fc 
tt* ffia7/l/3*'>X*fcli* -hngTfctK R 2 #7k3sll^£*:li, BSlS 
*tf bT^Tfc«fciH6a7/i/*/l/S*fcH\ B»«*lTUT^TfcJ:^ffia7/i' 
B&S£WLT^Tk«k^7V--/l'g"e<&*K R S *<B&£& 
Wl/T^Tfc t fc^{£a7/M t /l/££*:l*> lIJftS*fll/T^T^J:l^>^P7-rt/ 
fcM\ «ft»**UT^T*>J:^7y-/l/*-C*»)> R4#B&£&$ 
l/Tl^Tfc«k^fia7^*^ill*fctt % E&££WLT^Tt>«H>7»;-/l'g, 
B»£**LT^T4>J:^a*ai«U -OR 5 £fcfcU -NR 6 R 7 £* 

U RsK tR*®?* B»£*WLTt*Tt>«^ffia7/l/*/l/;B^ B&££W 
UT t> J: ^ * o 7 /I/* /US * fc liB&g * W UT ^ T *> «fc ^ 7 i y 
L: Res R»K H-tt>R4ot^T*)J:<, ^fUMi**!^ B&££*r 
LT^T*><kt^a7/l/*/l/g, Bil5S*WLT^Tt>J;^7U-/Hlx B&£ 
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fiftT/l'+^SN R>s&<llJftS*WUT^TfcJ:^7';-A/Sx R^-NReR? 
5 t?*ots Re, R 7 (*|l)--Ct>M^oT^Tt>«j:<-€:n'€-'tL7X^ : f 1 t^(i> 1 

5. HKS (I) ICiS^Tx Ra*<lql-K*±C2o07;U3*S/S*fcli- 

io O-Z-O-S (ZiilSiS*WLT^Tt><kc^fift7;i'*u>S*^'r) 

LTl*TkJ:^ffifi7;l/*/l/X* fia7;i/*^xxf-;wS*WbTi^Tt)«J;^fi 
ft7;MrA/S* ttt*3B*WUTl^Tt»J:^fia7/l/+/l'aS^ Rs*<fi»7;W*^ 
»*Wl/Tl^T*>J:^7y-^»*felifift7^3*S/**#bT^Tt>J:^7 
U--rt/*s R^-NR,R7"Cfcot. R 6 . R 7 lilil— ■Pt>Htt«jtl>tU< 

15 ztiz'tifrmw^tfrit. i&mr^^m^bx^x^^TV-jvm, i&m 

X, YliEl— Tt>*ttoT^Tt>J:<* -CH a -*fcl** -NH 

6. -$5$ (I) ICfclvr* R,*<RI-«*±lc2o07;l/3**>**feli- 

20 o— z— o-s (z\tm&&*%bx^xt>£^&&TJV*u>m*7F?) *w 

lifii8i7^34">S J &WL/T^Tt>«k^'7x-;V'S> R 4 ^-NR 6 R 7 'C*)oTx 
Rett**^^ RT»fift7^*^**WLT^Tt>J:^7xi>H6. &&7;U 
3*->iS*Wl/T^Tt>J:i^7x->l/S> 7KSSg£WL-C^Tt>«J:^7x~;l'g 
25 -CfctK X#-NH-. Y*<-CH 2 -> n#OT*Sd£*ftft£«t»*S 

7. — J&iS (I) Cfc^T N R«*<— ft5£ (m) 
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-CH 2 CH N 



, 0R 



10 



OR. 



(HI) 



ii 



tta; (iv) 



5 8. (I) Kfc^T. R 2 ^2. R 3 *M-> 

f^7i-;H, R 4 #-NR 6 R 7 TfcoT\ R e t4**lB^ R 7 t44-^;l' 
7x-;l/Sn«), X#-NH-. Y^-CH 2 -, n*<0Tft5:t^ai 
■f 5«f#SlE«©fl:£#k £fcl4*©£o 

9. — ttS (I) Kfc^T* R 2 #2. 2-yxF + ->if^ R 3 ^4— ^ 
io ^;U7x-;i/g. R 4 *<-NR6RtT*oTs Rel4**IR3N R 7 J44- (N. 
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